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O- - (CR^2ri3) ^lO-^ - (CR^2r13) mS-tfcli-O (CR R ) m 
(r'^-eR^2j3j;yfRi3ii-g.^3^^LT7K«tyil±i£«iT;V^^V-C-^l3> mtil~3<^M 

-S-. -SO-. -SOa-. -CR- = CR"- C^^-CR" 
XM±COOR^^ C (=NR^^) NR^»OR^^ 




=N 
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mU. R6{±Ri4t*(i^g^-r-&m^^fc-^^^'S:o-cm*?^^b-C^> J: <. R^pR^isJ: 

mi-^^m^>^t-mKtj:^xn^MmLx i> < . R' itR'' is xx^R^' t^Kmm-t 
^^m^i-t-m^'^j^'oxwir^^i^xi.xi. R^ii R^'t^K^m-t^Rmw.^t- 

T)V^)Vtfz\im^^^^\^X\^^Xi>X^^i&B.T}l^^^iyX^^. 

R^± R6t^li«-r-5,^*Mi^i:-*tli'fco-C^^ifi^^L--C^> J:<. R^iR" t-^ 
Ic^&oT^-g-^^^^U-C^) J:<. RniRiOfc-^t'^oT^^Sr^^L-Cb J:<. RMiR 
25i:-^t;j5:oTi^>g'=^5^^LT^ J; <. R^ j3 i If R^" R^' t 

X^T&^O S. NR'' (^^-eR^MiTK^t/cti^m^^^l-"^^""^^ •t^^'iS;*^'^'"^^''^ 

x^^{ tfziiCKzcox^^. %n^mitm<Di\:^m. '?-ow±fp#^tL^^t/c 

^^^^^ g J 

x^^^COOR^' (^c:.-eR^'i±7K** :^w{±1g:mT;^^;v-e*^) -^^-s^ it^:*ifB« 

R2/i)57K*. ^^^•^>'. a^^^^L-Cv^-r ^) J:vMg:aT;^^;^ ^^^^ 
it TV-JV) ^ S^^^^L."^^""^^ ■fc^^'K^T'^^^'^'^ m^^tLXii. fsuYy 

r5 r\ R7i5J:t/fR^f±#>*a2:LT. tK*. fimS'Sr^L.'^^^"^ ^ 

aifE# 2004-3122736 
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4/ 




mt. R«liR^*t*liK«i-^M^i:-^t'^^o-cm^5^^L-C^>J:<. R JiRj^i 
R ^ ° ^ * ^' Pl^-r >S: o Tm^5^^ L T J: < . R^^ 

mr^^^-oxmfmLxi,x<. R'itR''t-mK^j:-or^^^^mvxi>x<. r 

< R9:fej:i/RiO{iRi5^*i::R®-tS>^*M?-i:-^t^^J^-^^*^^^"^'^> J=<\ 
R^o,iRi5 t-mizrj:^x^^^^^LX i>X<. R'UtR^' ii^tcK^-T ^^^J^^ 

X^1?AV\o-. -so-. -S0.-t/.(4-CR- = CR-- (Cir-eR-:l3^^ 
j2^J?cV^^R'^- (:^:i-eR^^{i7K.«t/c{iig:jilT;v4r;v-e^J). R'^itR^ t-miz 

tfziiR'UtR't^Kmmir^m^t-mKr^^xm^^^i^'^^'^) i.r£S, 5 

- (^^T'Ri5i3J;tfRi«t±R'i:*t^ll^1"^J^«^^>^^-'^'-^^'^^^5^^"^'" 

R9:feJ:tfRiotiR^=i:*t^^«?1-^^«i^^^^^-^*-*^'^^*^^Vfi'-i'i 
tfcJi. Ri5,iRio^^t;:gl^^^^^M^t-^l^'^^oTm^f^^^^^R^'fiR^fc- 

J^ir/^oT*t-^>^5^^Lrv^;2,) ^/.{±-COCR^''R^^- (z:i.xR'UiR't^r^m 



v^-C^ J:v>®aT;v-ir-;v. g^*=^;tLTV*T^> J:v>®®lTJV^-=^''K «m»«rWl-"C 
V>T^ J:v^ig:®iT;Vn^'>> 3&;V^dr~>. gm^^^LTV^-T ^ iv>®^T;^=r^~>*^^ 
*♦c^;V. m^m^mi^xx^-x^ x^^>mmr)v^)v^:t. mmm^^i^x\.-x xy^-r^y)^ 

miE# 2004-3122736 
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L T v> r ^ i v» ^ X n ^^-e * ^ 
X^S-O- -S-. - (CR^^R^^) mO-tfzii- (CR^^R^^) mS- i^^^ 

) -e*«5. 

X^/i^'COOR^^ fiClT?R*Mi7K*t/c(±»T;V^;Vt?^^) -e*)^^ It*:® nam 

XMi-0-. -S-. - (CR^2Ri3) (CR^^R^^) mS- C--^' 

X2{±-CR^^R^^- (^i-eR''i47K*tyii±1g;^T;V^;vx-zfeJ9. R'UiR^ t-mK 
X^:6«C00R^' {:i:ix-R^Ut^mttii±^f^T)^^)^-^'^^) t?*>^> Bh*:® 1 pfim 
1 6 1 

R9:feJ:tFRi°7&«*>5rJffi3:L-C7|c*-t:-*l9, 

XMi_o- -S-. - (CR^'R^^) mO-tfz\t- (CR^'R^^) mS- (--"t? 

x^^i^^^-g-^/^a-CR^'R^'- (c:i-eR^=i5J:rKRi«{4^>5ra3:LT7K^i/c{±i& 
X^yS^COOR^^ (,:i:iX-R^Ut7K^ttzl±^m.r)l'^)l'X-$>^) -c^^. $nw-misim 

o^t^m. ^<DW:m±ff^^Mm.tfzit^fth(Dmmmmo 

R 9 ^ J; t;^ R ^ ° ^^^'^ ait L TTfc^-e*) «9 . 

V^^Z^ZiiZ^f^^^^R^^UiR't^izm^-r 

f _rRi5Ri6_ (i--eR^5^J:t>'R''«R't*^-^^i-*'^*'!^^'f-i:-^t^*o 
5;|^_ii;^:^Tk*?^^:&^oR"t±R«i:-^lc:&oT^^«r5^lfcLTV>;g.) -e$, 
X^{±COOR'' (C^-trR'M±7jc«^/::{4®i^T;v^;v-e*2.) -C'^S. W:*^lKI!c 
[li*:^ 181 

Vz^lZcR^is'^hZ^tlx-R'^liR'''^ 

l^<>RAtR't-mKfj:oX^^^^^Lrr.^^^ t/.t4R«i3j:tJ^R^niR^^i:*lC 
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X2ji^2ij^{iIcRi^5Ri6_ (- -■eR^5^J:t;^R'«{±^^Mtr7K*^/^ti1g: 

rs^^^^ 2 0 1 
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(^M'^Pt^ Hi^-e$) ^ :}XT ^ o -E- CO ;V :r ^ V - A X -:>XfSmt 

L-CV^;&o l>ifL«t^*5V>-CliPPARa. PPAR5 (P P AR tB^l^ttS CI t 
) :feJ:a?P P ARy <^3tt<^-'J--7'^^'/l-^»^^'^^'^o 

X a ^ Ktt^i^^liK^iSI*^^ J- P P A R « -bm^- U T S U titt ^> tfI^ $ ttr * 

o 

PPARy T^f-^ b{±«^«^ ^^aiflLilt. mm(0^mM>L\^X(0^^iim^ 

ppAR7T^-:^> ^it*14#i^^ «^±^Mf2J5:. ^.mmw."^. r ;v ^7 

p p A R 5 \mmmu^m^ Kmrnrnm^^tz f 9 > :^ v ^ - ^ 3 j f J ^ < 
- ^^^?^-g:$tLTi3t). pp AR ST ^=-:^yitummm. «M*i-^0'f=g=^ t^x. 

ii^Wt 1 X XfmnXm 2K\tPPART^:^7.y ^Stt«r*-t-*a>^ (^>fk'^J^:d^Pi:^ 
AR«:feJ:t>' PPAR7T=r^;^ tLTv^;i,^-'P P AR 5 Tr^- 

ti a t /cfi y T ^-^ h M^-r e T-- *^iam^ tL-cis h-r. ppAR7=f-^> m'^i^^ 

mWW 2004-3122736 
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^y^^y^-)i,±,om^m<o^m.mm^m^j:^o tfz. fxr nrih4^##<^u 

O T {±^1^ :^ tLT V» ^ o 
im^##Ty^3*->^ h^Stt=Sr^-r^-t;5^1B«$tl.TV>;g>7&^ PPART3-XhM14 

[0 0 141 

i#fr«ii mm^mmwo9 9/1125 5■^^^°>'■7^'■y h 
[#i^^«2i mm<iimmwo 99/5851 o^^^yyi-y > 
i#fi^:i:it3i mm^mm'No 03/1577 1-^/-?^'^^:^ > 
[#if:*:m4] mmi^fi^&m^mmo 5 5 8 0 6 
mnxms] m^^mm-wo 0 1/0 0 e 0 3-t^^°>'7 v-y > 

[#^«6l im^^Z^Pjg^WO 0 2/1 4 2 9 l-^/N°>7^>y h 

mfficmii mm^mmwo 0 1/3 e 3 e 5^^-^>yi^y > 
[#i^=S:S^8l s^<2rl§^woo 3/0 8 4 9 1 6^y^y7i^y y 

W^^'XM ll5!?^>> (Current Medicinal Chemis 

try) , 2 0 0 3^. Wl Om. ^2 6 7- 2 8 0:^ 

[0 0 15] ^ . 

mm iM^ir^fzii(><7) 

LMt^m^K mmm<Dit^mtitmLx. ppar^^mi***:^^ <5fc#$tLjct* 

[0 0 171 

(1) ^ (I) : 
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Hkll 




T;V^JW g^^»^:tLTV>T*> J:v>'@:^T;v=i^'>. am^«:*LTV>-C J: V^T ^ ^ 
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0- _ (CR^2r13) ^o-. - (CR^2Ri3) mS-^Ttli-O (CR^2r13) ^_ 

-0-. -S-. -so-. -S03-. -CR- = CR-- (^J^-R ; 

Am. Mm»=&*b-Cv^T^> iv^l&^T;^^;^. «m^=Sr>^L-Cv^T^> J:v^T->;v. 
^'^ * b T -C ^) J: v^1H:,m T ;v ^ ;v jj. - ;v t {±gm* =£r;t L T v> T ^> i T V - ;w 
;^;v*-;v-e**) . -CR^^R'"- d ^T-R^^is J: tf R^^ {4#>^^*jJ:L-C7lc#^ 
1S:^T;v^;w-tr*)i>) */c}4-COCR2*r25- C-eR^^iS iU^'R^ni^^^SSlLT 

X^{4C00R^\ c (=NR^^) nr^«or^\ 
I'fb2l 



o 



w 



R«{±R^*t*lcP^i-*ll-?-i:-Mt^'&o-cm^5^^tT*> <£ <. R^tiR'isJ: 
XfR'°t^Km^i-^^mmi't~mK^J:oXn^r^J^LXiyX<. R'ti R^t^lCl^ 
^-r-2>>^«J^^^^t-^ti;'^o-cm^5^^b-C^> J:<> R'itR''^XX/R''t^l,zWmir 

^M.mw.^t-mK^j:'oxmifm\^'ci> X < . rm± R^^fc^tm^-r^&R^n^t- 

-C^^tL^'fb'^Jfe Ri7&-'#m3^mT;v^;v>5>oR5i5j:r>^R7>e»5*l--7n*:d-o 

X 1 ^s- o - -e * it^m. R ' mmi^i&m r ;v ^ ;v /^i-o c H2 - 1?* ^ it^m. 

isXX>'RH^7i^mi!>-^xH^-0-X-^:hit^m'S:m<) . 'eoiaiK±K^#^tt;5>m^/::t± 

(2) R^7&V^Dy>, S^^^^frLTV^-Cfc J:v>15:i^T;V'^^V. S^^^^tTV^Tfe 
j;v>TU -;vtyi}4S^S=^*LTV^T^) J: v^^xn^^^-^^-i). (1) ififtO'fb'a-tl 

(3) R2;&^ /Nn-^^, S^lg^^^L-CV^T'fe Jiv^l&mT^l'^^V'. g^^^^LTV^T 

;i/^pj-eaba. (1) nm(r>^t^m. ^(Dmm±ffm--^fi'^^tt:i.i^fih<Dmmmm. 

(5) R3:f3 j;t>'R*;{)«^><?®3tL-C7X*. i&mr ^^^^'^tfzitU^^'^^^'^^^'^ i> 

mgE#2 004-3122736 
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RS(i R't^i.zwm-r^^mw.^t-'m^zfj:oxm^r^j^i^'ci,x<. R'itR''t-m 

iZfj:oX^^iMm.\^ri,X<. R'itR''t-miZtj:^xm^1^mLXi>X<. RMiR 
2^t-'miZi'j:'oX^^iJ^mLXi>ii<. R'isXX/R''itR''t^Kmmir^RmW.^ 

t~miz^j:-oxm^mj^\^r^x<. R'^^itR^' t-mr^^^^r^^^m^hxi. x<. 

Yi_io^^^i5 ^^^Z}m-t^^m^^=^t-mK^j:^X^^^^LXi>X\.^. (1) bB^OIC 

(8) XH^O S NR^^ (iiT-R^Mi7K*tfc{±«m»**"tTV-T J:v^ig:^&T 

(9) x^T&^coOR'' it?R^7ii7Km*^w{i^^T;v^;v-e*s) -e**. (i) 

r5 r6 r7:J3 it/RSfi^^ai^LT. g^^=S::ttTV^-Cfe iV^IS: 

xniCOOR^\ C (=NR^') NR^80R'^ 
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Y 




«i-;S^*m^=-i:-^t''5:orm=^?^^LT^> J:<. R«{4Ri5i3J:rfR^«t*t;P«i- 
;|.R«m?-t-5ltlc^cp-C^^5F^^tT^. J:<. R^i R24i:*^cP^®-r^^»M^^:- 
^lcioi:^^?^^LT^ J:<. R»iiR^^fc-*ttC>fc^X|g^^?^fi5:bT^>J:<. R^t± 
Ri°fc-^tl'^oTi^=^?^^LT^> i <, RSliR^Sii-Htr^&oTM^Sr^L-Cb J: 

< R9i5J:t;^Ri°tiR^5^*t-K®i-*^^l^^t-^t'''^<^"^^*^^^"^^ ^ 
jjio,jRi5 t-^ti^S^oTlg-^^^^^L-C^) J: < . R^n±R'= t*t^K«-r^R*i^^TFt 

(11) X2^^^#^^. -0-. -so-. -S02-*/^(i-CR2« = CR"- (^--e 
R26:^irfR27{±^.<rMS:L-C7jc«i/c{±fimT;^^;w-e*^) , T'$);&. (i) ~ u 

(12) X^^^'-CR^'R'^- (^LCT'R^^fiTK** 7t{ii&iSiT;V^>'V-e*)>9. R^^liR' 

o-c^g-^^^LTv^;?,) -r'2b;&. (1) ~ (10) <o\,--rfii>-izmm.<Dit^m. ^<om 

(13) x^T&s^-NR^"- (i^i-cR'^'fi*^. «t;w^;v. tv-'v. »7;i'^>'v^ 
;V;^-;vt/^{iR^M±R«i:*l::p^-r^m^i:-^l^^oTm'Sr?^^L-Cv^;5.) . -C 

r15r16_ (^--t?R^ = :feJ:t>'R^^f±R^^:*l^K^i"^-^^J!^^'^^-*^^-'^-^'^^^^ 
^LTV-^I.. R«i3J:lFR^°(±R^^t*t-^^^-rSj^*MT-t-'f^t;=&o-cm*?I^^t-C 

R«2i-JttC)^^-p-C^^^?^^L-CW>^) ^/c{±-COCR2^R2=- (^^"^5 

# n ^^-r ^ ^^J^i=- * •=> •^^^^^'^^'^ R " R ^ ^ ^ '^^^'^ 
LTv^;g,) -e^^> (1) ~ (10) (r>\i^'fiLi!j^\z.^m.<r>it^m. ^(D^m^L^^^i-^^ 

(14) R2 7&«/Na'5^>'. tKnJrv> L-CV^T ^) J: v^-S^T^v^/w. SmS 

a^^^^^tLTv^T^) J:v>'KmT;v^;v^:t. m^^^r^LTV^T ^> <t 
«m*=^^LTv>-c^> J:v^^:^-5&;w<^^;v, e^^=S-*L-CV>T '^> J: v^^JWN'^-f 

^^^^L-cv^-c^) J;v^TU-;i-5r^v/. mm^^^^tLTv^-cfc J;v^TU-;v-f-:t*/it± 

x4-0-. -S-. - (CR^^'R^^) mO-*7-f±- (CR^^R^^) mS- (^^"C 

tiifE# 2004-3122736 
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) -e*>), 

(15) R^iR^^ t-*tt3'io-C^'^'lr?^^b-Cj3«9^ 

Xi{j_o-. -S-. - (CR12R13) mO-4/i{±- (CR^^ris) (^^X' 
Ri2:^j;y^R^3w#'*a3:LT7K^t/::{i»T;^^;v-e*'9. mt± l ~ 3 «OSI^) 
If) 

X2{i-CR^=R^'- (^:^T'Rl^{47lc*^y^c{i®mT;^'^;^■^-*'9^ R^^iiR^ ii-^tl:: 
X^T&^XOOR^' (c:c:T-R*^i7K*t/i(d:®ISlT;v^>'v^?**) (1) 
(1 6) RH^^^'ory^ w^^^^^^'^^^^^^'^^^^^^- a^^^^trv^T^j iv^ 
R^^sXXfR'H^^^n^LLXT^mx^^'O. 

XMi-o-, -S-. - (CR^2Ri3) rnO-tfzi±- (CR^^rU) ^g- (--"C' 
x2{i^^^jf-li_CRi5Ri6_ ^T-R^5:fo'J:t>^R^^{i^^^*^tT7i<.^t:^ciiig: 

©T^i'^-'i''^*^) t:-*<9. , ^ 

X'^i^COOR^^ (c:^t:-R^^{i7K*t/^{ifg:m7;w^;v-e*S) X-^^. (1) ^m<^ 

(17) R^i^x1IR^H^^^m^Ll.riicmx^y). 

X^tJ^-NR^*- (Cit?Ri*{iR« i:*lC«-t^m^^^-^t'^oT^^5^^L-CV>;|, 
) -CR^^R^^- (C^T-Ri'i5 j:^/Ri'^{iR^ t*l:i^^i-^R*iF,i=-i:-^t^^<^ 
-cm^5^^LTV^^) , tfcti-COCR^'^R^^- (^ ^-CR^Mi R^ t*l'^^-r^R 
^l^^^i:_-^ir;^^o-c:^^5g^:6-oR25{iR9i:-^lc:&o-C^'^^?^^bTv^;g,) t?* 

x^ficooR^^ (^^tfR'^iiTK*^ f^{i®StT;v^;v^3fe-&) -e^^> (1) 

(18) R^iiR^^ii-^t^^&o-Clg'^^Sr^^^L-CiSi). 
XM±-0— > — S— "^ab*?, 
x^tJ^-cr^'r'^- (^i-eRi5i±R^° 

X^{±COOR'^ (^i-eR^^{±7K^t/v:(i'|g:jSfcT;v^;v-e2b'S) -t?**, (i) fBm<^ 

(19) R^ltR^'^ t~mii^^£^Xn^M^LXi5li). 
XMi-0-. — S— "CzbO, 

X^M^-^iTtrti-CR'^R^^- (^C-eR^5i5iU^R^^li#>^^3:t-C7K^*fc{41g: 
X^T&^XOOR^^ (^Cl-t?R^^{i7K*^^^{4^g:i^T;Vdr;v-e2b'2)) X^^. (1) sfim*^ 

(2 0) (1) ~ (19) (^v^-rtLji-ufBm^^'fk^^. ^(Dmm±f^m^fi^^tfzit^ 
(2 1) (1) ~ (19) (D\.^irivf)Hzmm<Dit^m. ^(Dmm^Wf'^^fi^^tfzii^ 

miE# 2004-3122736 
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(X 1) ^ (I) : 

litS 91 




(D 



R^isiVR^Ji^^a^L-CTK*. ^Nn<J^>. HKn^i/. Sm*=^^ l--Cv^-C ^) i v^iS: 
iglT;vi^^;v, em**^btv^T^ Jiv^ismr^v^-^v^ gm»^*t"^^^'C "fc J; vM&m 

j;v^5!7;v/N'^-f gm^=^^LTv^-c4> J;v^f-:t*;^^^■^^^^^ 

e«l*^^U-CV>T^) J:v>ig:jilT;V^-;v. gm*=£r^tTV>T^) J:v^MT;v^-;v 
s «m* «r * L r T ^) J: V ^ T 'J - ;v t {i =Sr^LTv*-C^>J:v>^7-n * 

r5. R^ R7i5J:tfR«(±^>«ra3:LT7X*. liKn^v. «m^**LTV> 

T^> J:v^'g;;^T;v^;^^ ttm^«:;rL-CV>-C^ J:v^'fejStT;V'^-;v^ mm»«r^LTV^T 
^ j;v^'fH:iiiT;V'^-;v. e^^^^^L-cv^T^) J;v^»T;i/=f^^>> em*^^L-rv>-c 

xMi-0- -S-. -NRii- (cci-eRiM±7K«, sm^**tTv>T^> iv^i&iii 
O- - (CR^^R^^) mO-tfzit-0 (CR^^ris) ^_ -x^R^^ is XU^R'^ 

;v ^ ;v ;v .i^ - ;i/ 1 l± ^r^fi-b-cv^-c^jJiv^T'J-^^^^J^^-^^-^i^"^"*^)^^^'*- 
^jji5j^i6_ --cR^^iS itFRini^^^S^LTTK^* /iti-jSmr^W^^VT'*)!?. R 

ttiSE# 2004-3122736 
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x3{iC0OR^\ C (=NR^^) NR^«ORl^ 
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4-CF3 2 


SPh h 


,C6H4-4-F 


A563 


a1 


4-CF3 2 


NH2 ^ 


.H 


A564 


a1 


4-CF3 2 


NH2 ^ 


4.C6H4-4-F 


A565 


a1 


4-CF3 2 


NHMe y 




A566 


a1 


4-CF3 2 


NHMe y 


iC6H4-4-F 


A567 


a1 


4-CF3 2 


CH2-piperazino-Ph i 


iH 


A568 


a1 


4-CF3 2 


CH2-piperazino-Ph \ 


H,C6H4-4-F 


A569 


a1 


4-CF3 2 


CH2-pipericlino 


^.H 


A570 


a1 


4-CF3 2 


GH2-piperidino 1 


^,G6H4-4-F 


A571 


a1 


4-CF3 2 


0GH2Ph 


^.H 


A572 


a1 


4-CF3 2 


00H2Ph 


H.C6H4-4-F 


A573 


a1 


4-CF3 2 


Ac 


H,H 


A574 


a1 


4-CF3 2 


Ac 


H.C6H4-4-F 


A575 


a1 


4-CF3 2 


C0NH2 


H,H 


A576 


a1 


4-CF3 2 


CONH2 


H.06H4-4-F 


A577 


a1 


4-CF3 2 


CSNH2 


H.H 


A578 


a1 


4-CF3 2 


: CSNH2 


H.C6H4-4-F 


A579 


a1 


4-CF3 2 


! OOONH2 


H,H 


A580 


a1 


4-CF3 5 


► OCONH2 


H,G6H4-4-F 


A581 


a1 


4-CF3 2 


» 00SNH2 


H,H 


A582 


a1 


4-CF3 J 


> 0CSNH2 


H.G6H4-4-F 


A583 


a1 


4-CF3 J 


I 0S02Me 


H.H 


A584 


a1 


4-CF3 J 


I 0S02Me 


H,G6H4-4-F 


A585 


a1 


4-CF3 : 


? 0S02Ph 


H.H 


A586 


a1 


4-CF3 ; 


2 0S02Ph 


H.G6H4-4-F 


A587 


a1 


4-CF3 : 


2 I 


H,H 


A588 


a1 


4-CF3 


2 I 


H.G6H4-4-F 


A589 


a1 


H 


0 H 


H,H 


A590 


a1 


3-F 


0 H 


Me.Me 


A591 


a1 


2-Me 


0 H 


Et,Et 


A592 


a1 


3-OMe 


0 H 


H.Et 


A593 


a1 


4-OH 


0 H 


H,Ph 


A594 


a1 


4-OMe 


0 H 


H,G6H4-4-F 


A595 


a1 


2-Ac 


0 Me 


H.H 


A596 


a1 


4-CH=CH2 


0 Me 


Me,Me 


A597 


a1 


4-CF3, 3-F 


0 Me . 


Et,Et 


A598 


a1 


4-OCF3 


0 Me 


H.Et 


A599 


a1 


4-SMe 


0 Me 




A600 


a1 


|3,5-difluoro 


0 Me 


H,G6H4-4-F 


A601 


a1 


H 


0 OMe 


H.H 


A602 


a1 


3-F 


0 OMe 


Me,Me 


A603 


a1 


2-Me 


0 OMe 


EtEt 


A604 


a1 


3-OMe 


0 OMe 


H.Et 


A605 


1 a1 


1 4-OH 


0 OMe 


H.Ph 
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A606 
A607 
A608 
A609 
AGIO 
A611 
A612 
A613 
A614 
A615 
A616 
A617 
A618 
A619 
A620 
A621 
A622 
A623 
A624 
A625 
A626 
A627 
A628 
A629 
A630 
A631 
A632 
A633 
A634 
A635 
A636 
A637 
A638 
A639 
A640 
A641 
A642 
A643 
A644 
A645 
A646 
A647 
A648 
A649 



a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 



0 



4-OMe 
2-Ac 
4-CH=CH2 
4-CF3, 3- 
4-OCF3 
4-SMe 
3,5-difluoro 
H 

3-F 

2- Me 

3- OMe 

4- OH 
4-OMe 

2- Ac 
4-CH=CH2 
4-CF3. 3- 

4-OCF3 
4-SMe 
3,5-difluoro 
H 

3- F 
2-Me 

3- OMe 

4- OH 

4- OMe 

2- Ac 
4-CH=GH2 
4-0F3. 3- 

4-O0F3 
4-SMe 
3,5-difliJoro 
H 
3-F 
2-Me 

3- OMe 
4-OH 

4- OMe 
2-Ac 

4-CH=CH2 
4-GF3. 3- 
4-OCF3 
4-SMe 
3.5-difluoro 
H 



OMe 
GH20H 
CH20H 
GH20Me 
GH20Me 
GH20Me 
GH20Me 
GH20Me 
GH20Me 
GF3 
GF3 
GF3 
GF3 
GF3 
GF3 
GH20Ph 
CH20Ph 
CH20CH2Ph 
GH20GH2Ph 
GH2-morpholino 
GH2-morphollno 
GH2-morpholino 
CH2-morpholino 
GH2-morpholino 
CH2-morpholino 
GH2NHBU 
GH2NHBU 
C=CPh 
C=CPh 
Ph 
Ph 

G6H4-4-GF3 
C6H4-4-CF3 
G6H4-3-GF3 
G6H4-3-GF3 
C6H4-4-OH 
G6H4-4-OH 
GH2Ph 
GH2Ph 
GH206H4-4-CF3 
GH2G6H4-4-GF3 
GH2G6H4-4-GF3 
GH2C6H4-4-CF3 
CH2C6H4-4-GF3 



H.G6H4-4-F 
|H.H 

H,C6H4-4-F 

iH,H 
|Me,Me 
lEtEt 
H.Et 
lH,Ph 

H,G6H4-4-F 
H.H 

|Me,Me 
EtEt 
H.Et 

|H,Ph 

H,G6H4-4-F 
jH.H 

|h,G6H4-4-F 

H.H 

H.G6H4-4-F 

1h.h 

Me,Me 
EtEt 
|H.Et 
H.Ph 

H,G6H4-4-F 

iH.H 

1H.G6H4-4-F 
H,H 

|H,G6H4-4-F 
H,H 

|H,C6H4-4-F 
H.H 

1h.G6H4-4-F 
H,H 

IH.G6H4-4-F 

1h,h 

H.G6H4-4-F 

|H.H 

H.G6H4-4-F 
H.H 
iMe.Me 
iEt.Et 
H.Et 
H.Ph 
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mi 6] 



A650 

A651 

A652 

A653 

A654 

A655 

A656 

A657 

A658 

A659 

A660 

A661 

A662 

A663 

A664 

A665 

A666 

A667 

A668 

A669 

A670 

A671 

A672 

A673 

A674 

A675 

A676 

A677 

A678 

A679 

A680 

A681 

A682 

A683 

A684 

A685 

A686 

A687 

A688 

A689 

A690 

A691 

A692 

A693 

A694 

A695 

10 



a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
a1 
al 
a1 
al 
al 
al 
al 
al 
al 
al 
al 



0 
0 
0 
0 
0 
0 
0 
0 
0 
0 
0 
0 



3- F 
2-Me 

3- OMe 

4- OH 

4- OMe 

2- Ac 
4-CH=CH2 
4-CF3. 3-F 

4-OCF3 
4-SMe 
3,5-difluoro 
H 

3-F 
2-Me 

3- OMe 

4- OH 
4-OMe 

2- Ac 
4-CH=CH2 
4-CF3. 3-F 

4-OCF3 
4-SMe 
3,5-difIuoro 
H 

3- F 
2-Me 

3- OMe 

4- OH 

4- OMe 
2-Ae 

4-GH=CH2 
4-CF3, 3-F 
4-OCF3 
4-SMe 
3,5-difluoro 
H 
3-F 
H 

3- F 

2- Me 

3- OMe 

4- OH 

4- OMe 
2-Ac 

4-CH=CH2 
4-CF3, 3-F 



CH2C6H4-4-CF3 
CH2C6H4-4-OCF3 
CH2C6H4-4-OOF3 
CH206H4-4-Ph 
GH2C6H4-4-Ph 
CH206H4-2-CI 
CH2C6H4-2-CI 
(CH2)2Ph 
(CH2)2Ph 
SPh 
SPh 
NH2 
NH2 
NHMe 
NHMe 
0H2-piperazlno-Ph 
GH2-piperazino-Ph 
CH2-piperidino 
CH2-piperidino 
0CH2Ph 
0 I OOH2Ph 
0 Ac 
0 Ac 
0 j CONH2 
GONH2 
0 I GSNH2 
0 CSNH2 
0 OCONH2 
0 OGONH2 
0 OCSNH2 
0 OCSNH2 
0 0S02Me 
0 OS02Me 
0 0S02Ph 
0 OS02Ph 
0 I 

0 I 

1 H 
1 H 
1 H 
1 H 
1 H 
1 H 
1 Me 
1 Me 
1 I Me 



|h,C6H4-4-F 
H.H 

H.C6H4-4-F 

|H.H 

H,G6H4-4-F 
iH.H 

H.G6H4-4-F 
H.H 

H.G6H4-4-F 

|H,H 

|h,G6H4-4-F 

1h.h 

H,G6H4-4-F 

1h,h 

|H.G6H4-4-F 
H.H 

H.C6H4-4-F 

|h,h 

jH.G6H4-4-F 
H.H 

|h.C6H4-4-F 
H.H 

|h,G6H4-4-F 
H,H 

H.G6H4-4-F 
H.H 

H.G6H4-4-F 

|h.h 

H.G6H4-4-F 

|h.h 

1H.G6H4-4-F 
1H.H 

|h.06H4-4-F 
H.H 

|H,C6H4-4-F 
H.H 

H,C6H4-4-F 
H,H 
Me.Me 
Et.Et 
H.Et 
H.Ph 

H.G6H4-4-F 
H.H 
Me.Me 
EtEt 
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A696 
A697 
A698 
A699 
A700 
A701 
A702 
A703 
A704 
A705 
A706 
A707 
A708 
A70g 
A710 
A711 
A712 
A713 
A714 
A715 
A716 
A717 
A718 
A719 
A720 
A721 
A722 
A723 
A724 
A725 
A726 
A727 
A728 
A729 
A730 
A731 
A732 
A733 
U734 
A735 
A736 
A737 
A738 
A739 
A740 
A741 



a1 1 


4-OCF3 I 1 


a1 


4-SMe 1 


a1 3 


,5-difIuoro 1 


a1 


H 1 


a1 


3-F 1 


a1 


2-Me 1 


a1 


3-OMe 1 


a1 


4-OH 1 


a1 


4-OMe 1 


a1 


2-Ac 1 


a1 


4-CH=CH2 1 


a1 ' 


1-CF3, 3-F 1 


a1 


4-OCF3 1 


b1 


4-SMe 1 


a1 


3.5-difluoro 1 


a1 


H 1 


a1 


3-F 1 


a1 


2-Me 1 


a1 


3-OMe 1 


a1 


4-OH 1 


a1 


4-OMe 1 


a1 1 


2-Ac 1 


a1 


4-CH=CH2 1 


a1 


4-CF3,3-F 1 


a1 


I 4-OCF3 1 


a1 


4-SMe 1 


a1 


3,5-difluoro 1 


a1 


H 1 


a1 


3-F 1 


a1 


2-Me 1 


a1 


3-OMe 1 


a1 


4-OH 1 


a1 


4-OMe 1 


a1 


2-Ac 1 


a1 


4-CH=GH2 1 


a1 


4-OF3.3-F 1 


a1 


4-OCF3 1 


a1 


4-SMe 1 


a1 


3,5-difIuoro 1 


a1 


H 2 


a1 


3-F 2 


a1 


2-Me 2 


a1 


3-OMe 2 


a1 


4-OH 2 


a1 


4-OMe 2 


a1 


1 2-Ac 2 



Me 
Me 
Me 
OMe 
OMe 
OMe 
OMe 
OMe 
OMe 
0H20H 
0H20H 
CH20Me 
CH20Me 
GH20Me 
CH20Me 
CH20Me 
CH20Me 
GF3 
CF3 
GF3 
CF3 
GF3 
CF3 
GH20Ph 
GH20Ph 
CH20GH2Ph 
GH20CH2Ph 
GH2-morpholino 
GH2~morpholino 
CH2-inorpholino 
GH2-niorpholino 
GH2'-morpholino 
GH2-morpholino 
GH2NHBU 
CH2NHBU 
C = GPh 
C = GPh 
Ph 
Ph 

C6H4-4-GF3 
G6H4~4-CF3 
G6H4-3-CF3 
G6H4-3-CF3 
G6H4-4-0H 
C6H4-4-0H 
GH2Ph 



H.Et 
H.Ph 

iH,G6H4-4-F 
H.H 

Me.Me 
lEtEt 
H.Et 

|H,Ph 

|h.C6H4-4-F 

|h,h 

|H,G6H4-4-F 
IKH 
Me.Me 
jEt,Et 
|H.Et 
|H.Ph 

|H.C6H4-4-F 

|h,h 

Me.Me 
Et,Et 
H.Et 
H.Ph 
H.G6H4-4-F 
|H,H 

|H,G6H4-4-F 
H.H 

|H,G6H4-4^F 
H.H 
Me.Me 
|Et.Et 
H.Et 
H.Ph 

|h,C6H4-4-F 

jH.H 

kG6H4-4-F 

|h,h 

iH.G6H4-4-F 
H.H 

|h.G6H4-4-F 
|H.H 

H.C6H4-4-F 

|h,h 

|H.C6H4-4-F 
H.H 

|h.C6H4-4-F 

Ih,h 
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A742 


a1 


4-CH=CH2 


2 


CH2Ph 1 


4.C6H4-4-F 


A743 


a1 ' 


4-CF3. 3-F 


2 


OH206H4-4-OF3 


H.H 


A744 


a1 


4-OCF3 


2 


CH206H4-4-CF3 


Vle.Me 


A745 


a1 


4-SMe 


2 


CH2C6H4-4-CF3 


=t,Et 


A746 


a1 


3,5-difluoro 


2 


0H2C6H4-4-CF3 1 


H.Et 


A747 


a1 


H 


2 


CH206H4-4-CF3 1 


HPh 


A748 


a1 


3-F 


2 


CH2C6H4-4-CF3 


H.G6H4-4-F 


A749 


a1 


2-Me 


2 


OH206H4-4-OCF3 


H.H 


A750 


a1 


3-OMe 


2 


CH2C6H4-4-OCF3 


H.C6H4-4-F 


A751 


a1 


4-OH 


2 


CH206H4-4-Ph 


H.H 


A752 


a1 


4-OMe 


2 


CH2C6H4-4-Ph 


H,G6H4-4-F 


A753 


a1 


2-Ac 


2 


OH2C6H4-2-CI 


H.H 


A754 


a1 


4-CH=CH2 


2 


CH2G6H4-2-CI 


H.C6H4-4-F 


A755 


a1 


4-CF3. 3-F 


2 


(CH2)2Ph 


H,H 


A756 


a1 


4-OCF3 


2 


(OH2)2Ph 


H,G6H4-4-F 


A757 


a1 


4-SMe 


2 


SPh 


H,H 


A758 


a1 


3,5-difluoro 


2 


SPh 


H,C6H4-4-F 


A759 


a1 


H 


2 


NH2 


H,H 


A760 


a1 


3-F 


2 


NH2 


H.C6H4-4-F 


A761 


a1 


2-Me 


2 


NHMe 


H.H 


A762 


a1 


3-OMe 


2 


NHMe 


H.G6H4-4-F 


A763 


a1 


4-OH 


2 


CH2-piperazlno-Ph 


H,H 


A764 


a1 


4-OMe 


2 


CH2-piperazino-Ph 


H,C6H4-4-F 


A765 


a1 


2-Ac 


2 


CH2-piperidino 


H.H 


A766 


a1 


4-CH=OH2 


2 


GH2-plperidino 


H.C6H4-4-F 


A767 


a1 


4-CF3, 3-F 


2 


0CH2PI1 


H,H 


A768 


a1 


4-OCF3 


2 


0CH2Ph 


H,C6H4-4-F 


A769 


a1 


4-SMe 


2 


Ac 


H,H 


A770 


a1 


3,5— difluoro 


2 


Ac 


H,C6H4-4-F 


A771 


a1 


H 


2 


C0NH2 


H.H 


A772 


a1 


3-F 


2 


CONH2 


H,C6H4-4-F 


A773 


a1 


2-Me 


2 


0SNH2 


H,H 


A774 


a1 


3-OMe 


2 


GSNH2 


H,C6H4-4-F 


A775 


a1 


4-OH 


2 


0C0NH2 


H.H 


A778 


a1 


4-OMe 


2 


0C0NH2 


H,G6H4-4-F 


A777 


a1 


2-Ac 


2 


OCSNH2 


H.H 


A778 


a1 


4-CH=CH2 


2 


0CSNH2 


H,C6H4-4-F 


A779 


a1 


4-CF3. 3-F 


2 


0S02l*ife 


H.H 


A780 


a1 


4-O0F3 


2 


0S02Me 


H,G6H4-4-F 


A781 


a1 


4-SMe 


2 


0S02Ph 


H.H 


A782 


a1 


3,5— difluoro 


> 2 


0S02Ph 


H.C6H4-4-F 


A783 


a1 


H 


2 


I 


H,H 


A784 


a1 


3-F 


2 


I 


H,C6H4-4-F 



[0 0 8 41 



#m 2 0 0 4 



-316251 



^-v^: 48/ 



[^1 91 




a7 



A2353 
A2354 
A2355 
A2356 
A2357 
A2358 
A2359 
A2360 
A2361 
A2362 
A2363 
A2364 
A2365 
A2366 
A2367 
A2368 
A2369 
A2370 
A2371 
A2372 
A2373 
A2374 
A2375 
A2376 
A2377 
A2378 
A2379 
A2380 
A2381 
A2382 
A2383 
A2384 
A2385 
A2386 



a7 
a7 
a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 

a7 



R1 


R2 


R3.R4 


Me 


H ^ 


■i,H 


Me 


H P 


^e,Me 


Me 


H E 


=t,Et 


Me 


H \ 


H.Et 


Me 


H \ 


-l,Ph 


Me 


H 1 


M.C6H4'-4-F 


Me 


Me 


hl,H 


Me 


Me 


Me.Me 


Me 


Me 


Et,Et 


Me 


Me 


H.Et 


Me 


Me 


H,Ph 


Me 


Me 


H.C6H4-4-F 


Me 


CHZOMe 


H.H 


Me 


CH20Me 


Me.Me 


Me 


CH20Me 


Et.Et 


Me 


CH20Me 


H.Et 


Me 


CHZOMe 


H.Ph 


Me 


CH20Me 


H.C6H4-4-F 


Me 


CF3 


H,H 


Me 


CF3 


Me.Me 


Me 


CF3 


Et.Et 


Me 


CPS 


H.Et 


Me 


CF3 


HPh 


Me 


CF3 


H.C6H4-4-F 


Me 


CH20H 


H,H 


Me 


CH20H 


H.C6H4-4-F 


Me 


CH2NHBU 


H.H 


Me 


CH2NHBU 


H.C6H4-4-F 


Me 


CH2C = CH 


H.H 


Me 


CH2C = CH 


H.C6H4-4-F 


Me 


OMe 


H.H 


Me 


OMe 


H,C6H4-4-F 


Me 


NH2 


H,H 


Me 


NH2 


H,C6H4-4-F 
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|A2387 a7 

A2388 a7 

A2389 a? 

A2390 a? 

A2391 a? 

A2392 a7 

A2393 a7 

A2394 a7 

A2395 a7 

A2396 a7 

A2397 a7 

A2398 a7 

A2399 a7 

A2400 a7 

A2401 a7 

A2402 a7 

A2403 a7 

A2404 a7 

A2405 a7 

A2406 a7 

A2407 a7 

A2408 a7 

A2409 a7 

A2410 a7 

A2411 a7 

A2412 a7 
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823 


C55 


798 


A27 


824 


C56 


799 


All 


842 


057 


800 


All 


858 


058 


801 


All 


859 


059 


802 


All 


878 


060 


803 


All 


892 


061 


804 


All 


893 


062 


805 


All 


8102 


063 


806 


All 


8115 


064 


807 


A37 


81 


065 


808 


A37 


82 


066 


809 


A37 


83 


067 


810 


A37 


84 


068 


811 


A37 


821 


069 


812 


A37 


822 


C70 


813 


A37 


823 


C71 


814 


A37 


824 


C72 


815 


A37 


842 


C73 


816 


► A37 


858 


C74 


811 


' A37 


859 


C75 


81 £ 


J A37 


878 


C76 


81£ 


> A37 


892 


C77 


82C 


} A37 


893 


C78 


821 


A37 


8102 


. 079 


82: 


? A37 


BUS 


; C80 


82: 


3 A57 


81 


C81 


82^ 


IA57 


82 


C82 



825 > 


\57 


83 ( 


383 


826 > 


\57 


84 < 


384 


827) 


\57 


821 ( 


385 


828 i 


\57 


822 ( 


386 


829 i 


\57 


823 { 


387 


830 i 


A57 


824 { 


388 


831 i 


A57 


842 


089 


832. 


A57 


858 


090 


833 


A57 


859 


091 


834 


A57 


878 


092 


835 


A57 


892 


093 


836 


A57 


893 


094 


837 


A57 


8102 


095 


838 


A57 


8115 


096 


839 


A105 


81 


097 


840 


A105 


82 


098 


841 


A105 


83 


099 


842 


A105 


84 


0100 


843 


A105 


821 


0101 


844 


A105 


822 


0102 


845 


A105 


823 


01 


846 


A105 


824 


02 


847 


A105 


842 


03 


848 


A105 


858 


C4 


849 


A105 


859 


05 


850 


A105 


878 


06 


851 


A105 


692 


07 


852 


A105 


893 


08 


853 


A105 


8102 


09 


854 


A105 


8115 


010 


855 


A111 


81 


C11 


856 


A111 


82 


012 


857 


A111 


83 


CI 3 


858 


t A111 


84 


014 


85S 


1 A111 


821 


015 


86C 


) A111 


822 


016 


861 


A111 


823 


CI 7 


86: 


? A111 


824 


018 


86: 


J A111 


842 


C19 


86^ 


» A111 


858 


C20 


86! 


5 A111 


859 


C21 
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866 All 1 

867 A111 

868 All 1 

869 A111 

870 A111 

871 All 9 

872 All 9 

873 All 9 

874 All 9 

875 All 9 

876 All 9 

877 A119 

878 All 9 

879 A119 

880 All 9 

881 All 9 

882 All 9 

883 A119 

884 All 9 

885 All 9 

886 All 9 

887 A223 

888 A223 

889 A223 

890 A223 

891 A223 

892 A223 
893 A223 

894 A223 

895 A223 

896 A223 

897 A223 
898A223 
899 A223 
900A223 

901 A223 

902 A223 
903A233 
904'a233 



B78 C22 
B92 C23 
B93 C24 
B102 025 
B115 C26 
I B1 C27 
B2 C28 
B3 C29 
B4 C30 
B21 031 
B22 032 
B23 033 
B24 034 
B42 035 
B58 036 
B59 037 
B78 038 
B92 039 
B93 040 
B102 041 
B115 041 
Bl 043 
B2 044 
B3 045 
B4 046 
821 047 
B22 048 
B23 049 
B24 050 
B42 051 
B58 052 
B59 053 



905 
906 



A233 
A233 



[ B78 
B92 
I B93 
B102 
18115 
81 
82 
B3 
B4 



054 
055 
056 
057 
058 
059 
C60 
061 
C62 



907 
908 
909 
910 
911 
912 
913 
914 
915 
916 
917 
918 
91 
920 
921 



A233 
A233 
A233 
A233 
A233 
A233 
A233 
A233 
A233 
A233 
A233 
A233 
A253 
A253 
A253 
922jA253 
9231a253 



B21 
B22 
823 
B24 



924 
925 
926 
927 
928 
929 
930 
931 
932 
933 
934 
935 
936 
937 
938 
939 
940 
941 
942 
943 
944 
945 
946 
947 



A253 
A253 
A253 
A253 
A253 
A253 
A253 
A253 
A253 
A253 
A253 
A301 



842 

858 

859 

878 

892 

B93 

8102 

B115 
81 
82 
83 
84 
821 
822 
823 
824 
B42 
B58 
859 



A301 
A301 
A301 
A301 
A301 
A301 
A301 
A301 
A301 
A301 
A301 
A301 



063 
064 
C65 
066 
G67 
C68 
C69 
C70 
C71 
072 
C73 
C74 
C75 
076 
077 
078 
079 
080 
081 
082 
083 
084 
085 



878 
892 
893 
8102 
8115 
81 
82 
83 
84 
821 
822 
823 
824 
B42 
858 
859 
878 
892 



086 
087 
088 
089 
090 
C91 
092 
093 
094 
095 
096 



097 
098 
099 
0100] 
0101 
0102 I 
CI 



948 
949 
950 
951 
952 
953 
954 
955 
956 
957 
958 
959 
960 
961 
962 
963 
964 
, 965 
966 
967 
968 
969 



A301 
A301 
A301 
A307 
A307 
A307 
A307 
A307 
A307 
A307 
A307 
A307 
A307 
A307 
A307 
A307 
A307 
A307 
A307 
A315 
A315 
A315 
A315 



893 
8102 
8115 
81 
82 
83 
84 
821 
822 
823 
824 
842 
858 



02 

03 

04 

05 

06 

07 

08 

09 

CIO 

Oil 

CI 2 

013 

014 



970 
971 
972 
973 
974 
975 
976 
977 
978 
979 
980 
981 
982 
983 
984 
985 
986 
987 
988 



A315 
A315 
A315 
A315 
A315 
A315 
A315 
A315 
A315 
A315 
A315 
A315 
A419 
A419 
A419 
A419 
A419 
A419 



859 015 
878 016 
892 017 
B93 018 
8102 019 
8115 020 

81 021 

82 C22 

83 023 

84 024 
B21 025 

822 026 

823 027 

824 028 
842 029 

858 030 

859 031 
878 032 

892 033 

893 034 
8102 035 
8115 036 

81 037 

82 C38 

83 C39 

84 O40 

821 041 

822 C41 



[0 114] 
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989 
990 
991 
992 
993 
994 
995 
996 
997 
998 
999 
1000 
1001 
1002 
1003 
1004 
1005 
1006 
1007 
1008 
1009 
1010 
1011 
1012 
1013 
1014 
1015 
1016 
1017 
1018 
1019 
1020 
1021 
1022 
1023 
1024 
1025 
1026 
1027 
1028 



A419 
A419 
A419 
A419 
A419 
A419 
A419 
A419 
A419 
A419 
A429 
A429 
A429 
A429 
A429 
A429 
A429 
A429 
A429 
A429 
A429 
A429 
A429 
A429 
A429 
A429 
A449 
A449 
A449 
A449 
A449 
A449 
A449 



B23 
B24 
B42 
B58 
B59 
B78 
B92 
B93 
B102 
B115 
B1 
B2 
B3 
B4 
B21 
822 
B23 
B24 
B42 
B58 
B59 
B78 
B92 
B93 
B102 
B115 
B1 



A449 
A449 
A449 
A449 
A449 
A449 
A449 



1029 A449 



C43 
C44 
C45 
C46 
C47 
C48 
C49 
C50 
C51 
C52 
053 
C54 
C55 
C56 
C57 
C58 
C59 
C60 
C61 
C62 
C63 
C64 
G65 
C66 
C67 
C68 
C69 
070 
071 
072 
073 
074 
075 
076 
077 
078 
079 
080 
081 
082 
083 



82 
83 
84 
821 
822 
823 
824 
842 
858 
859 
878 
892 
893 
18102 



1030 A449 

1031 A497 

1032 A497 

1033 A497 

1034 A497 

1035 A497 

1036 A497 

1037 A497 

1038 A497 

1039 A497 

1040 A497 

1041 A497 

1042 A497 

1043 A497 

1044 A497 

1045 A497 

1046 A497 

1047 A503 

1048 A503 

1049 A503 

1050 A503 

1051 A503 

1052 A503 

1053 A503 

1054 A503 

1055 A503 

1056 A503 

1057 A503 

1058 A503 



8115 084 
81 085 



82 
83 
84 



086 
087 
088 

821 089 

822 090 

823 091 

824 092 
842 093 

858 094 

859 095 
878 096 

892 097 

893 098 
8102 099 
8115 ClOOl 

81 C101 

82 0102' 

83 CI 

84 02 

821 03 

822 04 

823 05 

824 06 
B42 07 
858 108 



1059 
1060 
1061 
1062 
1063 
1064 
1065 
1066 
1067 
1068 
1069 
1070 



A503 
A503 
A503 
A503 
A511 
A511 
A511 
A511 
A511 
A511 
A511 
A511 



859 
878 
892 
893 
8102 
8115 
81 
82 
83 
84 
821 
822 
823 



09 

010 

Oil 

012 

013 

014 

CI 5 

016 

017 

018 

019 

020 

021 



1071 A511 

1072 A511 

1073 A511 

1074 A511 

1075 A511 

1076 A511 

1077 A511 

1078 A511 

1079 A2359 

1080 A2359 

1081 A2359 

1082 A2359 

1083 A2359 

1084 A2359 

1085 A2359 

1086 A2359 

1087 A2359 

1088 A2359 

1089 A2359 

1090 A2359 

1091 A2359 

1092 A2359 

1093 A2359 
1094A2359 

1095 A2365 

1096 A2365 

1097 A2365 

1098 A2365 

1099 A2365 

1100 A2365 

1101 A2365 

1102 A2365 

1103 A2365 

1104 A2365 

1105 A2365 

1106 A2365 

1107 A2365 

1108 A2365 

1109 A2365 



842 023 

858 C24 

859 C25 
878 026 

892 027 

893 028 
8102 029 
8115 030 

81 031 

82 032 

83 C33 

84 034 
B21 035 

822 036 

823 037 

824 038 
842 C39 

858 C40 

859 041 
878 C41 
892 043 
B93 044 
8102 045 
8115 046 

81 047 

82 048 

83 049 

84 C50 

821 C51 

822 052 

823 053 

824 054 
842 C55 

858 056 

859 057 
B78 058 

892 059 

893 060 
8102 061 



824 C22 



1110 A2365 8115 062 
nil A2371 81 |C63 



[0 1151 
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1112 
1113 
1114 
1115 
1116 
1117 



A2371 
A2371 
A2371 
A2371 
A2371 
A2371 
1118A2371 
1119 A2371 
1120A2371 
1121 A2371 
1122A2371 
1123A2371 
1124A2371 

1125 A2371 

1126 A2371 

1127 A2401 
1128A2401 

1129 A2401 

1130 A2401 

1131 A2401 
1132A2401 
1133 A2401 
1134A2401 
1135A2401 

1136 A2401 

1137 A2401 
1138A2401 

1139 A2401 

1140 A2401 

1141 A2401 

1142 A2401 
1143A2413 

1144 A2413 

1145 A2413 

1146 A2413 

1147 A2413 

1148 A2413 

1149 A2413 
n5oU2413 
1151 A2413 
1152A2413 



B2 
B3 
B4 
821 
822 
823 
824 
842 
858 
859 
878 
892 
893 
8102 
8115 
81 
82 
83 
84 
821 
822 
823 
824 
842 
858 
859 
878 
892 
893 
8102 
8115 
81 
82 
83 
84 
821 
822 
823 
824 
842 
858 



C64 
C65 
C66 
C67 
C68 
C69 
C70 
C71 
C72 
C73 
C74 
C75 
C76 
C77 
C78 
C79 
C80 
C81 
C82 
C83 
C84 
C85 
C86 
C87 
C88 
C89 
C90 
C91 
C92 
C93 
C94 
C95 
C96 
C97 
C98 
C99 
CI 00 1 
CI 01 
CI 02! 
CI 
C2 



1153 
1154 
1155 
1156 
1157 
1158 
1159 
1160 
1161 
1162 
1163 
1164 
1165 
1166 
1167 
1168 
1169 
1170 
1171 
1172 
1173 
1174 
1175 
1176 
1177 
1178 
1179 
1180 
1181 
1182 
1183 
1184 
1185 
1186 
1187 
1188 
1189 
1190 
1191 
1192 
1193 



A2413 859 
A2413 878 
A2413 892 
A2413 893 
A2413 8102 
A2413 8115 
A2427I 81 
A2427 
A2427 
A2427 
A2427 
A2427 
A2427 
A2427 
A2427 
A2427 
A2427 
A2427 
A2427 
A2427 

A2427 18102 
A2427 811 
A2461 I 81 
A2461 
A2461 
A2461 
A2461 
A2461 
A2461 
A2461 
A2461 
A2461 
A2461 
A2461 
A2461 
A2461 



C3 
C4 



82 
83 
84 
821 
822 
823 
824 
842 
858 
859 
878 
892 
893 



82 
83 
84 
821 
822 
823 
824 
842 
858 
859 
878 
892 
893 



C5 
C6 
C7 
C8 
C9 
CIO 
C11 
CI 2 
CI 3 
C14 
C15 
CI 6 
CI 7 
CI 8 
CI 9 
C20 
C21 
C22 
C23 
C24 
C25 
C26 
C27 
C28 
C29 
C30 
C31 



A2461 8102 
A2461 8115 
A2467 81 
A2467 82 
A2467I 83 



C32 

C33 

C34 

C35 

C36 

C37 

C38 

C39 

C40 

C41 

C41 

C43 



1194 A2467 

1195 A2467 

1196 A2467 
1197 A2467 

1198 A2467 

1199 A2467 

1200 A2467 

1201 A2467 
1202A2467 

1203 A2467 

1204 A2467 

1205 A2467 

1206 A2467 

1207 A2473 
1208A2473 
1209 A2473 

1210 A2473 

1211 A2473 

1212 A2473 

1213 A2473 
1214A2473 

1215 A2473 

1216 A2473 
1217 A2473 
1218 A2473 
1219 A2473 

1220 A2473 

1221 A2473 

1222 A2473 

1223 A2605 

1224 A2605 

1225 A2605 

1226 A2605 

1227 A2605 

1228 A2605 

1229 A2605 

1230 A2605 

1231 A2605 

1232 A2605 

1233 A2605 
1234A2605 



84 C44 

821 C45 

822 C46 

823 C47 

824 C48 
842 C49 

858 C50 

859 C51 
878 C52 

892 C53 

893 C54 
B102 C55 
8115 C56 

81 C57 

82 C58 

83 C59 

84 C60 

821 C61 

822 C62 

823 C63 

824 C64 
842 C65 

858 C66 

859 C67 
878 C68 

892 C69 

893 C70 
8102 C71 
8115 C72 

81 C73 

82 C74 

83 C75 

84 C76 

821 C77 

822 C78 

823 C79 

824 C80 
842 C81 

858 C82 

859 C83 
878 C84 
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1235 

1236 

1237 

1238 

1239 

1240 

1241 

1242 

1243 

1244 

1245 
1246 
1247 
1248 
1249 
1250 
1251 
1252 
1253 
1254 
1255 
1256 
1257 
1258 
1259 
1260 
1261 
1262 
1263 



A2605 
A2605 
A2605 
A2605 
A2617 
A2617 
A2617 
A2617 
A2617 
A2617 
A2617 
A2617 
A2617 
A2617 
A2617 
A2617 
A2617 
A2617 
A2617 
A2617 
A2631 
A2631 
A2631 
A2631 
A2631 
A2631 
A2631 
A2631 
A2631 



B92 
B93 
B102 
B115 



C85 
C86 
C87 
C88 



B1 
B2 
B3 
B4 
B21 
B22 
B23 
B24 
B42 
B58 
B59 
B78 
B92 
693 
B102 
B11 
81 
82 
83 
84 
821 
822 
823 
824 
842 



C89 
C90 
C91 
C92 
C93 
G94 
C95 
C96 
C97 
C98 
C99 
CI 00] 
CI 01 
CI 02 I 
CI 
C2 
C3 
C4 
C5 
C6 
C7 
C8 
C9 
CIO 
C11 



1264 
1265 
1266 
1267 
1268 
1269 
1270 
1271 
1272 
1273 
1274 
1275 
1276 
1277 
1278 
1279 
1280 
1281 
1282 
1283 
1284 
1285 
1286 
1287 
1288 
1289 
1290 
1291 



A2631 
A2631 
A2631 
A2631 
A2631 
A2631 
A2631 
A2665 
A2665 
A2665 
A2665 
A2665 
A2665 
A2665 
A2665 
A2665 
A2665 
A2665 
A2665 
A2665 
A2665 
A2665 
A2665 
A2671 
A2671 
A2671 
A2671 
A2671 



1292 A2671 



B58 
859 
878 
892 
893 
8102 
8115 
81 
82 
83 
B4 
821 
822 
823 
824 
B42 
858 
859 
878 
892 
893 
8102 
811 
81 
82 
83 
84 
821 
822 



C12 
C13 
CI 4 
CIS 
C16 
C17 
C18 
CI 9 
C20 
C21 
C22 
C23 
C24 
C25 
C26 
C27 
C28 
C29 
C30 
C31 
C32 
C33 
C34 
C35 
C36 
C37 
C38 
C39 
C40 



1293 > 


\2671 


823 ( 


Ml 


1294> 


\2671 


824 < 


341 


1295> 


\2671 


842 ( 


D43 


1296i 


\2671 


858 ( 


y^4 


1297/ 


^2671 


859 ( 


345 


1298 


(\2671 


878 i 


046 


1299 


A2671 


892 


C47 


1300 


A2671 


893 


C48 


1301 


A2671 


8102 


049 


1302 


A2671 


8115 


050 


1303 


A2677 


81 


051 


1304 


A2677 


82 


052 


1305 


A2677 


83 


053 


1306 


A2677 


84 


054 


1307 


A2677 


821 


055 


1308 


A2677 


822 


056 


1309 


A2677 


823 


057 


1310 


A2677 


824 


058 


1311 


A2677 


842 


059 


1312 


A2677 


858 


060 


1313 


A2677 


859 


061 


1314 


[ A2677 


878 


062 


1315 


i A2677 


892 


063 


131€ 


) A2677 


893 


064 


131" 


J A2677 


8102 


[ 065 


1311 


J A2677 


BUS 


> 066 
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No. A 
1319 A7 
1320A7 

1321 A7 

1322 A7 

1323 A7 
1324A7 

1325 A7 

1326 A7 

1327 A7 

1328 A7 

1329 A7 

1330 A7 

1331 A7 

1332 A7 

1333 A7 
1334A12 
1335 A1 2 
1336 A1 2 

1337 A1 2 

1338 A1 2 
1339 A1 2 

1340 A1 2 

1341 A1 2 

1342 A1 2 

1343 A1 2 
1344 A1 2 

1345 Al 2 

1346 Al 2 

1347 Al 2 

1348 Al 2 

1349 A1 2 
1350A13 

1351 Al 3 

1352 Al 3 

1353 Al 3 

1354 Al 3 
1355 Al 3 
1356 Al 3 

1357 Al 3 

1358 Al 3 

1359 Al 3 

1360 Al 3 
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82 


C5 


4357 


A2733 


82 


C41 


4358 


A2733 


82 


C59 


4359 


A2733 


821 


Cl 


4360 


A2733 


821 


C5 


4361 


A2733 


821 


C41 


4362 


A2733 


821 


C59 


4363 


A2733 


822 


Cl 


4364 


A2733 


822 


C5 


4365 


A2733 


822 


C41 


4366 


A2733 


822 


C59 


4367 


A2738 


81 


Cl 


4368 


A2738 


81 


C5 


4369 


A2738 


81 


C41 


4370 


A2738 


81 


C59 


4371 


A2738 


82 


Cl 


4372 


. A2738 


82 


C5 


4373 


\ 


82 


C41 


437^ 


i A2738 


82 


C59 


4375 


) A2738 


821 


Cl 


437e 


) A2738 


821 


C5 


437' 


7 A2738 


821 


C41 


437i 


5 A2738 


821 


C59 


437J 


3 A2738 


822 


Cl 


438( 


2 A2738 


822 


C5 


438 


1 A2738 


B22 


C41 


438 


2A2738 


822 


C59 



ffiiE# 2004-3122736 



#m 2004-316251 



98/ 



[^6 31 



No. 



5151 
5152 
5153 
5154 
5155 
5156 
5157 
5158 
5159 
5160 
5161 
5162 
5163 
5164 
5165 
5166 
5167 
5168 
5169 
5170 
5171 
5172 
5173 
5174 
5175 
5176 
5177 
5178 
5179 
5180 
5181 
5182 
5183 
5184 
5185 
5186 
5187 
5188 
5189 
5190 
5191 
5192 
5193 



A3883 
A3883 
A3883 
A3883 
A3883 
A3883 
A3883 
A3883 
A3883 
A3883 
A3883 
A3883 
A3883 
A3883 
A3883 
A3883 
A3884 
A3884 
A3884 
A3884 
A3884 
A3884 
A3884 
A3884 
A3884 
A3884 
A3884 
A3884 
A3884 
A3884 
A3884 
A3884 
A3885 
A3885 
A3885 
A3885 
A3885 
A3885 
A3885 
A3885 
A3885 
A3885 
A3885 



B1 
B1 



B1 
81 
B2 
B2 
B2 
B2 
B21 
B21 
621 
B21 
B22 
B22 
B22 
B22 
B1 
B1 
B1 
B1 
B2 
B2 
B2 
B2 
B21 
B21 
B21 
B21 
B22 
B22 
B22 
B22 
B1 
81 
81 
81 
82 
82 
82 
82 
821 
821 
821 



CI 
C5 
1 041 
C59 
CI 
C5 
C41 
C59 
CI 
C5 
C41 
C59 
CI 
C5 
iC41 
C59 
01 
05 
041 
C59 
01 
|C5 
041 
059 
CI 
05 
041 
059 
CI 
05 
|C41 
059 

loi 

jC5 
|041 
059 
01 
|C5 
041 
|C59 
Id 
C5 
041 



5194|A3885 
5195 A3885 

5196 A3885 

5197 A3885 
5198 A3885 

5199 A3886 

5200 A3886 

5201 A3886 

5202 A3886 

5203 A3886 

5204 A3886 

5205 A3886 
5206 A3886 

5207 A3886 

5208 A3886 

5209 A3886 

5210 A3886 

5211 A3886 

5212 A3886 

5213 A3886 
5214 A3886 
5215 A3887 
5216 A3887 

5217 A3887 

5218 A3887 

5219 A3887 

5220 A3887 

5221 A3887 

5222 A3887 
5223 A3887 
5224 A3887 
5225A3887 
5226 A3887 
5227 A3887 
5228 A3887 
5229 A3887 
5230A3887 
5231 A3888 
5232A3888 
5233 A3888 
5234A3888 

5235 A3888 

5236 A3888 

5237 A3888 



B21 
822 
B22 
lB22 
822 
B1 
B1 
81 
B1 
1 82 
82 
82 
82 
821 
821 
821 
821 
822 
|B22 
B22 
822 
81 
81 
81 
81 
82 
82 
82 
jB2 
Ib21 
821 
|821 
821 
|822 
|B22 
[822 
822 
81 

Ibi 

B1 

Ibi 

B2 
B2 
82 



059 
01 
C5 
041 
059 
01 
05 
041 
iC59 

Ici 

l05 
jC41 
|o59 
01 
05 
|C41 
059 
|01 
|C5 
l041 
059 

ioi 

C5 
|C41 
C59 
01 
05 
041 
059 
01 
l05 
041 
i059 
01 
05 
041 
059 
Id 
05 
041 
059 
01 
05 
C41 



5238 A3888 
5239 A3888 

5240 A3888 

5241 A3888 
5242A3888 

5243 A3888 

5244 A3888 

5245 A3888 

5246 A3888 
5247 A3889 

5248 A3889 

5249 A3889 
5250 A3889 

5251 A388g 

5252 A3889 
5253 A3889 
5254 A3889 

5255 A3889 

5256 A3889 

5257 A3889 
5258 A3889 
5259 A3889 

5260 A3889 

5261 A3889 
5262A3889 
5263 A3890 
5264A38g0 

5265 A3890 

5266 A3890 

5267 A3890 

5268 A3890 

5269 A38g0 

5270 A3890 

5271 A3890 

5272 A38g0 

5273 A3890 

5274 A3890 

5275 A3890 

5276 A3890 

5277 A3890 
5278 A3890 



82 
821 
821 
821 
821 
822 
822 
822 
822 
81 
81 
81 
81 
B2 
B2 
82 
82 
821 
821 
821 
821 
822 
822 
822 
822 
B1 
81 
81 
B1 
82 
82 
82 
B2 
821 
821 
821 
821 
822 
822 
822 
B22 



059 
01 
05 
041 
C59 
01 
C5 
C41 
C59 
01 
05 
041 
059 
CI 
C5 
041 
059 
d 
05 
041 
059 
01 
05 
041 
059 
01 
05 
041 
059 
01 
05 
041 
059 
01 
05 
041 
059 
01 
05 
041 



059 



ffifiE# 2004-3122736 



mM 2004-316251 



^-z^ : 99/ 



m) ^uLxdM. m i$im. mmm. i<mm. m^m. mmm) :^JJ^^'^^ 

i4^4l-L<^p p ART3-^;^ L-cco^#S(±, '^f-^S^^SS 

lo 0 0 5~Tomg/kg/B-e**)> UtL<iiO. 0 1 ~ 1 m g / k g/B Ofl 
[0 13 71 



Me ^■^^l' 
E t 

nBu n--/-^-'^ 

t B u t e r t -yf-;v 

nPr n--/nif;v 

Ph ^i-^i' 

Bn ^y-J}]/ 

miE# 2004-3122736 



mm 2004-316251 



^-y. 100/ 



Ac 
Ms 
TMS 
PCC 
CD I 
DBU 
DME 
DPM 
TB S 
TFMP 
[0 13 8] 
mi 5} 



1, 8-vT¥tfv:^n [5. 4. 0] 
1 , 2 -v>~^ h^vi^ > 

3 - t e r t -•/f^;vv^ V ;v 



1) UN(TMS)2 
{COOEt)2 

2) NH2OH H2O 



R2 



COOEt 



f _ ( 4 - > 7 ;v :t n ^ ;v 7 - ^ ;v) - ^ v ;v - 3 - * ;v ;i? ^v^:^ 

(R' = TFMP. R2 = H. 1 - 1 - 1) , *.-hn^ 

1 7^F.^4t#bRi:c:^^^tc^-T-;n 0 Cm 1 ^*n;i7jc2. 

;|.ii:-C^2^=^6 1 Oing#/;o iOU^-^^mS. 5 g iZ^^ J - 3 5 m U 



1) -C^aib. mMt 



m 

[0 13 9] 

(1-1-2) ~ 
[0 14 0] 
m6 4] 



(1-1-4) iimmz^^L^z, 



No 






NMR 


1-1-1 


TFMP 


H 


1.46(3H,t,J=6.9Hz).4.49(2H,q,J=6.9Hz),7.04(l 
H.sy7.77(2H.d,J=8.7Hz),7.95(2H.d.J=8.7Hz) 


1-1-2 


TFMP 


Me 


1.46(3H,t,J=6.9Hz),2.47(3H,s),4.49(2H.q,J=6.9 
Hz).7.78(2H.d.J=8.4H2),7.86(2H.d.J=8.4Hz) 


1-1-3 


P-CI-C6H4- 


H 


1.45(3H.t,J=7.2Hz),4.48(2H,q,J=7.2Hz),6.92(l 
H.s).7.47(2H.d.J=8.4Hz).7.75(2H.d,J=8.4Hz) 


1-1-4 


'J > - 

4 — f ;i/ 


H 


1.46(3H,t,J=7.2Hz),4.50(2H,q,J=7.2Hz),7.12(l 
H,s),7.68(2H.d,J=6.0Hz),8.79(2H,d,J=6.0Hz) 



10 14 11 

|Zyo^_4_^^;v_.f V:f^^Hj-y-;l/-3-*;V*'>m^-^^V^;^r;v (1-2-1) 
[0 14 21 



mum 2004-3122736 



»K 2004-316251 



^-y : 101/ 



Utl 61 



3ml* 




VKHL. Bm^^J^ -^^"^^^ 
(D-m^mt LX7. 3 6 g#/Co IR*8 0 % , . ot, n 

iH-NMR(CDCl3): 1.43(3H. t. J=7. 2Hz). 2.19(3H.s). 4.45(2H.q. J=7.2Hz). 

10 14 31 
1 7 1 

Ma POOEt Me^COOEt 



i/V S^m^^^^ : ^^-^^ (1.8) c^^ffiu. ^ptiltSpi'^isr.... 

fe<^Mt t-r 2 3 9 mg#/co JlX^s 0% 

10 14 41 

l^k 1 8 1 



r2 




|liiSfSi^tT8 2 0mg (W9 6%) r t^tltm-^^V— V*^^ 

S^h^hL. m.-^,! 1 1-1 1 3X:o^^'Sr#^^o 
[0 14 51 

(2-1-2) ~ (2-1 — 9) 'J>lBl#t-^^Urv:o 
10 14 61 

ffi|iE# 2004-3122736 



#M 2004-316251 



^-v : 102/ 



1^6 5) 



No 




R2. 


NMRCCDCls) 


2-1-1 


TFMP 


H 


2.04(lH,t,J=6.0Hz),4.85(lH,d,J=6.0Hz),6.70(lH,s), 
7.74(2H.<i,J=8.4Hz). 7.91(2H.d.J=8.4Hz) 


2-1-2 


TFMP 


Me 


1.97(lH,t,J=6.6Hz),4.80(2H,m),7.76(2H,d,J=8.4Hz). 
7.85(2H,d.J=8.4Hz) 


2-1-3 


4-Cl- Cett,- 


H 


4.82(2H,s),6.58(lH.8),7.50(2H.d,J=8.7Hz),7.72(2H,d 
.J=8.7Hz) 


2-1-4 


4-Cl- CeHr 


Et 


1.25(3H,t,J=7.2Hz).2.68(2H.q,J=7.2Hz),4.80(2H,s), 
7.47(2H.d.J=8.4Hz).7.63(2H,d.J=8.4Hz) 


2-1-5 


Me 


H 


2.30(lH,s).2.42(3H,d.J=0.6Hz).4.71(2H,s).6.04(lH,q 
.J=0.6Hz) 


2-1-6 


Et 


H 


1.30(3H,t,J=7.5Hz).2.23(lH,s),2.77(2H,qd.J=7.5,0.6 
A. 79<'2TT «^ fi OACiTi t J=0 6H.Z) 


2-1-7 


Br 


Me 


2.O3(3H,s),2.06(lH,brt,J=7.5Hz),4.73(2H,d, 
J=5.7Hz) 


2-1-8 


^ ;i/ 7^ «; > 


Me 


1.98(3H,s),3.35-3.38(4H,m),3.78-3^2(4H,m), 
4.60(2H,s) 


2-1-9 


try i?>.4- 


H 


2.20(lH,brs),4.85(2H,s),6.81(lH.8),7.65(2H.d,J=6.0 
Hz),8.75(2H,d,J=6.0Hz) 



[0 14 7] 
Hb 1 9 ] 



OH 




1) o-mm 



.JTi 



3- t e r t-:/f-^VS^^^;i'^>V;V:t^v^^;v-5- ( 4 - b i; 7;v:i-n^ •^;V-7 ^ 
>fv^-9-v*-;v (r^ = tfmp. r2 = h> 2-2-1-1) 

2-1-1) 8 3 1 g. t -•7'^;^v>^^l'>">' ^l^^^^-^ ^^'5. 6 7g^^5j5^V- 
;V3 4 9 g k'ffc^^VVl 6 Oml<7)ii'&t/«:2I^W«^U/^o RJSf^tC7K=£r JOx. ^ 

:^^^y (1 : 9) x-^mL. mmit^m^m^^^BtLX 1 1. 5g#/io 11X^9 4 

i^H-NMR(CDCl3): 0.14(6H. s). 0.94(9H, s). 4.82(2H. s). 6.68(1H, s), 7.73(2H. d. J 
=8.4 Hz), 7. 91 (2H. d, J=8.4 Hz). 
[0 1 4 81 

m 2 A^^M 
(U^rt'fbfe) 

TB S#-^R^ = TFMP, R2 = Br 

4_yn^_3 _ t e r t ^ 5 - (4 - h V yjl^^ 

n^^;V7i-;v) V^-i^-V-^'l' (2-2-2-1) 

3 - t e r t-rf=-;v>^^^;vvU^i'^^^>^^>'»^-5- (4- h 7 n V 
i-jv) -fy^-9-V-;l' (2-2-1-1) 9. 5 0 g^T" > ^ t Fn77> 19 Cm 

ifiz^mi-tio c:<^)?#tgttwn-r^;v';-^'i7A<^^^-9->'^?^ (1. 5 7M) ^-7 8t: 

ffiSE# 2004-3122736 



#M 2 0 0 4 -3 1 6 2 5 1 ^->^' : 103/ 

-ei 5^T(>-ifxmTLfzo -7 8 -CT- 7 0 *»9. 3 6 g 1 O^t^ifxm 

TL/'o - 7 8'CT-2^K^#m> miat-e#zaL 1 0 b U 'i' ATKW^inx. 

Kmiw±Lfzo i^m^^>'VT-$ftm> l&^:^:^7lc-e^^, ^7K«-^i>*^~>'i'^'^'^:^t^ 
. ^ffiT^<ft*li*t> ^^fE'fb^^'^^-feO'^tfct^tLTl 1. 6 g#/>:o Wl 0 0% 

°H-NMR(CDCl3): 0.16(6H. s). 0.94(9H. s). 4.81(2H. s). 7.77(2H. d. J=8.1Hz). 8.1 
8(2H. d. J=8.1 Hz). 
[0 14 91 

u:;^-^ y-fv yy^) 

TBS{^. R2 = Br-R^ = TFMP. R2=^>i^;V 

4_yN'>v';V-3- (t e r t -■7'^>'Vv^^;VvV;U:t^v'^-?">'W -5- (4-hU 
7;V:tnpJ-f-;V7i-;v) ^V^^y^-)^ (2-2-2-2) 

^i&l 9 6mg=^x b^H Kn-7^>2m UCM^L. 1, 2 - v^^-^o^jc^ > 2 8 m 
g=^]bnx.-C5^F^> ^nn hi;^^;Vv7'^ 1 6 m g «rlJPx.-C 5^ra«*^byi:o ^z^'JJV 
•fu-^^ K3 7 6ing=S-x h7t:Ka7^^^4ml \Z^^'L. ^tL^:Rl&?^l'fiSTL/^o 
3 0^r«m-M^ R]Sm=^4-7'n^-3- t e r t - vp< U v ^ f- 

5_ (4- hU :7;V;^n^^;V7i-;v) V^^t V*-;v (2-2-2-1) 376 
mg. Wm^^y'y"^^ 1 Img^ h '>i^n^afvjv;}.7>-7^ V (1 4mg. ^-^^^Jf 
a79:^4ml <^^S'^TSt'7fiTb3 O^Fsl^^iEU^vro RSf^l'Tfc^Snx.. im-^^^^t^W 

?>ti-/c^S^v';p!7-y;v^'n-7bic#L. i^m^^-'H ^^-^-^ (1 : 5 0) -erttiiL. 

iH-NMR(CDCl3): 0.03(6H. s), 0.86(9H. s), 4.13(2H. s), 4.66(2H, s), 7. 14-7.31 (5H, 
m). 7.67(2H. d. J=8.4 Hz). 7.76(2H, d. J=8.4 Hz). 
[0 15 01 



4_^>.e/;v_5- (4 - h U •7;v:to;<f-;i'-7a:-;v) ^ v ^-ij- v'-;v- 3 - ^ ^v] ^ 

i5'y-;V (R* = TFMP. R2 = Bn. 2-2-3-1) 

4_^:^5;;V-3- (t e r t -7'^^l'-:^^^>'^'>^J^^*^->^-^'"^) ^-h 
^)y)V^u^i-)Vy x.=-)V) ^ V^^?-y-;v (2 -2-2- 2) 35 8mg=£--7-b7li K 
n:7 7>'8mUC-^1#L. t e t r a -"/^^VT >'*^ -i^ ^ 7 ;v J 9^ TE^JiTw 

#.^^*Lfco ^S'^ hii'fvJ-U^ f^m-^^^-"^ : ^^^^-^ (1 • 3) -^m 

tBL. ^ia>fb^t/^^'fel^H^Btb-C2 0 7mg#/io W7 8%o 

^H-NMRCCDCh): 4.10(2H.s), 4.62(2H.s). 7.15-7.34(5H.m), 7.70(2H.d. J=8.7Hz),7.77( 
2H. d, J=8.7Hz). 

10 15 11 _ ^ 

(2-2-3-2) ~ (2-2-3-4) t/Co 

[0 15 2] 



miE# 2004-3122736 



#0 2004-316251 



^-v^: 104/ 



[^6 6] 



JNO 


XV 


R2 


^2XS 


NMR 


2-2-3- 
1 


TFMP 


Bn 


7U 


0.03(6H.s),0.86(9H,s),4.13(2H,s),4.66(2H,s),7.1 

4.7.31(5H,m),7.67(2H,d,J=8.4Hz), 

7.76(2H.d,J=8.4Hz) 


2-2-3- 
2 


TFMP 


Br 




2.15(lH,brs),4.82(2H,s).7.49(2H.d,J=8.7az).7. 
98(2H.d.J=8.7H2) 


2-2-3- 

3 


TFMP 


CH 
0 




3.74(lH,t.J=7.5Hz),4.89(2H,d,J=7.5Hz),7.88(2 
H.d,J=8.1Hzy7.95(2H.d.J=8.lHz).10.10(lH.s) 


2-2-3- 
4 


TFMP 


SPh 




0.04(6H,s),0.85(9H,s),4.74(2H,s),7.11- 

7.26(5H.m),7.70(2H,d,J=8.7Hz).8.22(2H.d,J=8. 

7Hz) 



[0 15 3] 
Hk2 01 




(Ri= 4 -C 1 -C6H4-> 

[5- (A-'^uuy :t.=-)V) 
3) 2. 5 1 gi:J^'fk^-^V>'2 

1 6 g^-ipx.. 3 o^mm^. li: 

1 g#^Co «l^4 9% 
[0 15 41 

(2-3-2) isil^ (2-3 
10 1 5 51 

me 71 



= Br. 2-3-1) 

--f V^^f 3 -'f-'V] tJ' ^'-.'1' (2-1- 

5 m 1 (Dmm^. 7ilc?^TN -■:/n A ^ {i < ^ K 2 . 

> (1 : 2) t??#mL. m^^^^m^^^tvx 1. 4 

-3) {±^^^-^>'f^:^Ji: LT-;^^b3't'm*>ffiv^> 



No 






NMR 


2-3-1 


4-Cl- C36H4- 


Br 


2.18(lH,t,J=6.6Hz),4.82(2H,d,J=6.6Hz),7.49(21i,d.J= 
8.7Hz).7.98(2H.d,J=8.7H^^ 


2-3-2 


Me 


I 


2.11(lH,t,J=6.6Hz),2.47(3H,8),4.69(2H,d,J=6.6Hz) 


2-3-3 


Et 


I 


1.30(3H,tJ=7.5Hz),2.82(2H,q.J=7.5Hz),4.70(2H.s) 



[0 15 61 



aifE#2 004-3122736 



mM 2004-316251 



^->^ : 105/ 



[<b2 11 



FaC 




COOEt 



MeMgBr 



FaC 




-^n/N-y- 2 (2 - 4 - 1 ) 

(1-1-2) 1. 0 3g^»xh7iiFn:77:-10inUcJ^U 7X-^^ 

(7?*Se^H=^#/^o ^tL«rJ^-T-;^--v^-'?->J:'9W^^Bl-^iB<t^'^*7 3 8mg#/Co IR 
^7 5% 

iH-NMR(CDCl3): 1.71(6H.s). 2.38(3H.s), 7. 75(2H. d. J=8.4Hz) . 7.81(2H.d. J=8.4Hz). 
[0 15 71 
Hb2 21 



FaC' 




CHO 



R*MgBr 



F,C 




##M8 

(4-hV7;W:tU^^;V7:n:::;V) - ^ V V^- i^" 3 - * ;W^^;^ 

x^^K (2 — 5 — 1""!) 
^t^m (2-1-2) 4. 8 8 g=^i^<k^^^>'2 0 OmU^^^L> tr^Jv^-^Ai^ 

vVt::#L i^^:ri-?-;v:-^^-^>' (i : 4) x^mmv. m^<D^^B^'^fzo ^fi^^^ 

iH-NMR(CDCl3): 2.49(3H.s). 7. 79 (2H. d. J=8. IHz) . 7.87(2H.d, J=8. IHz). 10.23(lH.s). 
[0 15 81 

1- [4->^;u-5- (4->U7;v:fnp?^;v7ai-;v) ->f V^^V--«'-3-'f 
-yn/-?^- 1 (R* = E t ^ 2 - 5 - 2 - 1) _ _ _ ^ 

|^lX>gf#^tLf^'ffc^t» (2-5-1-1) 76 5mg=^^7KT-b7tlhoj-7^2 

0ml izmmL. - 7 o-c-c 1 M^f-^v-^^-^^v-^ A-/^^^ ! SivJt 

mit^^^M^<r>m^t\.X 3 4 5mg#^^o J|3l^4 0% 

aiiE#2 004-3122736 



#M 2004-316251 



^-v : 106/ 



[0 15 91 

mW-i' (2-5-2-2) i:^^VfZo 
[0 16 01 
[^6 81 



No 




NMR 


2-5-2-1 


Et 


1.05(3H,t,J=7.5Hz),1.92-2.04(2H,m),2.30(3H,s),4.83 
aH,t,J=6.6Hz).7.75(2H.t.J=8.4Hz), 7.83f2H.d.J=8.4H2) 


2-5-2-2 


4-F. C6H4- 


2.03(3H,s),6.03(lH,s),7.05-7.11(2H,m),7.42- 
7.47(2H.m).7..73(2H,d.J=8.4Hz).7.79(2H.d.J=8.4Hz) 



[0 1 6 ll 

2-6-1) 
[0 16 21 
[<b2 31 

— ► 



'ffc;^!^ ( 2 - 1 - 7 ) 1 . 6 6 g V > 5 m 1 ic^ft? 1 4 0 "CT- 2 ^r^mS^ 

: (2:1) -C^^mU. m^fb'^tf^rM'fe'^M^i: t"Cl. 1 4 g# 

fco W 6 6 % 

^H-NMRCCDCls): 1.98(3H.s), 3.35-3.38(4H.m). 3.78-3.82(4H,m), 4.60(2H,s). 
[01631 
[-fk 2 4 1 



R 



/^OH (aS)MsCI. EtsN 
i^Jn (Ba)S0Cl2, fc!Ui/-> 




##flJ10 Av£ (LG = OMs) 

p{ >;^;i'5^>^4 -s^^w? ^iz- 5 - (4 - h V •7;i/:ta^-f-;v7 j^-iV) 
_;^_3_^;Vpi^;Vjc7.x;V (Ri = TFMP^ R2 = CH0, R^ R* = H. 3-1- 
1-1) 

'fk'^J^ (2 -2 -4-2) 1. 7 9 g=^m'fkP«^W>3 Om U:^S?^t. ^XJ^T^iJ'^' 
n^^ KO. 6 1mU h U ^5^;VT 5 >- 1 . 3 8ml*J^x.^ 1 ^P^^*^ 

'fk^tJ^^'fe^O^gH^H ^: LT 2 . 2 1 g#/Co M.-^ 1 2 9 - 1 3 0 r W 9 6 % 
[0 16 41 

(3-1-1-2) 'Sr-^fiKL/co 
[0 16 5] 



tbfE# 2004-3122736 



#0 2004-316251 



[^6 91 



No 






NMR 


3-1-1-1 


TFMP 


CHO 


3.21(3H,s),5.58(2H,s), 7.88(2H.d.J=8.4Hz),8.01(2H,d. 
J=8.4Hz),10.14aH.s) 


3-1-1-2 


^ ;i/ U 

> - 4 - 


Me 


2.01(3H.s),3.05(3H,s),3.38-3.41(2H,m),3.79- 
3.82(2H,m), 5.16(2H,s) 



10 16 61 

##^?flll BS(LG = C1) ^ r^i . , n 

3 _^rnn^^;v- 5 - (4 -^^ nn7:n-;v) v^-9-v'--'V' (R^=4-C1-C6 

H4. R2 = H. R3 = H. R* = H. 3-1-2-1) 

(4_j^nn-7i:=-;v) - W.V^^?-V-JV- 3 -'f JV] -^i5^y-;v (2-1 
-3) 1. 7 3 irxnu^>)V2.3 0ml(Dmm^-&^t^^-}^2- I S'^Mx.. 
tfij v>'6 3 Omg i:^ nn*;VA 2 m 1 0^?i^=lr 3 ^"e^STo ^i^-C 5 NFF0^^#b/io 

im-:^^^v:^^-9->' (1 : 1) t?^aiL. ^m^-fk^lJ^j^B^i: tTi. 7 2 g# 
fco 9 2 % 
Jo 1 6 7 1 

IW|»IC (3-1-2-2) ~ (3-1-2-15) (Dit^m^^^Lt^o 
[0 16 81 



ttiSE#2 004-3122736 



#M2 004-316251 



^--J : 108/ 



la? 01 



No 


R ^ 




R "*,R* 


NMR 


3-1-2-1 


4-Cl- C6H4- 


H 


H,H 


4.64(2H,s),6.63(lH,s),7.46(2H,d.J=8.4 
Hz).7.73(2H,d,J=8.4Hz) 


3-1-2-2 


TFMP 


H 


H,H 


4.66(2H,s),6.45(lH.s),7.75(2H,d,J=9.0 
Hz),7.91(2H,d.J=9.0Hz) 


3-1-2-3 


TFMP 


Me 


H,H 


2.33(3H,s),4.65(2H.s),7.76(2H,d,J=8.7 
Hz),7.85(2H,d,J=8.7Hz) 


3-1-2-4 


TFMP 


CHO 


H,H 


4.89(2H,s),7.87(2H,d.J=8.7Hz),8.03(2 
H.d,J=8.7Hz),10.17(lH,s) 


3-1-2-5 


TFMP 


Me 


H.Et 


1.15(3H,t,J=7.5Hz).2.30(2H,qd,J=7.5, 
7.5Hz),4.93(lH.t,J=6.6Hz).7.76(2H.t, 
J=8.4Hz). 7.83(2H,d,J=8.4Hz) 


3-1-2-6 


TFMP 


Me 


H.4-F. 
CsEU- 


2.14(3H,s),6.62(lH,s),7.07- 

7.13(2H,m),7.50-7.55(2H,m), 

7.75(2H,d,J=8.4Hz),7.81(2H,d.J=8.4H 


3-1-2-7 


TFMP 


SPh 


H,H 


4.55(2H,s),7.13- 

7.27(5H,m),7.78(2H.d,J=8.7Hz),8.25( 
2H.d.J=8.7Hz) 


3-1-2-8 


TFMP 


Bn 


H,H 


4.15(2H,s),4.41(2H,s).7.15- 

7.35(5H,in),7.71(2H,d,J=8.7Hz).7.78( 

2H.d.J=8.7Hz) 


3-1-2-9 


4.CI-C6H4- 


H 


H,H 


4.64(2H,8).6.63(lH,8),7.46(2H,d,J=8.4 
Hz), 7.73(2H, d. J=8.4Hz) 


3-1-2-10 


4-CI-C6H4- 


Br 


H,H 


4.46(2H,8),7.50(2H,d,J=8.7Hz),7.99(2 
H.d.J=8.7Hz) 


3-1-2-11 


4-CI-C6H4- 


Et 


H,H 


1.28(3H,t,J=7.5Hz),2.72(2H,q,J=7.5H 
z),4.64(2H,s),7.47(2H,d,J=8.4Hz),7.65 
(2H,d.J=8.4Hz) 


3-1-2-12 


Br 


Me 


H,H 


2.06(3H,s).4.56(2H,s) 


3-1-2-13 




H 


H,H 


4.66(2H,s),6.85(lH,s),7.67(2H,d,J=6.0 
Hz),8.77(2H,d,J=6.0Hz) 


3-1-2-14 


Me 


I 


H,H 


2.49(3H,s),4.53(2H.s) 


3-1-2-15 


Et 


I 


H,H 


1.31(3H,t,J=7.5Hz),2.83(2H,q,J=7.5H 
z)4.63(2H.s) 



[0 16 9] 

##^J 1 2 

[3 -^j' n n;>{ -^^^v- 5 - (4 - h •f-;v'7 jn — ;u) y^-9-y-;v- 4 - 

'f;v] (3-2-1) 

[0 17 0] 
Ut2 5] 



OH 




3 n n> 5 - (4 - h U ^^V^n^ - ^ y^^^-^-y'-;!/- 4 - 

f3)V/^)Vr\^ K (3-1-2-4) 203mgt^i5'y-;V5ml (OmmZ-il^^T. tK* 

d^mm 2004-3122736 



#M 2004-316251 



^-v' : 109/ 



V> (1 : 3) -e^mt. mB'fb-^t»*^H^Hi:tT2 1 Omg#/co iDl^8 7% 

10 17 1] 
[it2 6] 

V^s^CHO 2 ) Horner-Emnons JEjS _ co,r'^ 

(PY 3 «El3tR«6 O A'V^^ 



1 3 

,-;^^;i^^^5(,;Vysc5 2 -7;V5i-n- 4 ^^"7 0:. — (R-3-F> R 

^ =M e 4 — 1 — 1 ) 

3-y)VtU-A-}^Vu^^^^yXT)^r^ V 5. 0 0 g^ N, N- * 

i; K5. 2 9 g> h U Jif-;VT 5 > 4 . 3 3 g. N, N- f-;v7 5 li° 'J 
> 4 3 6 m g . v>'^e-^-9- > 5 0 m I 3 NFPam# Lt^o KJBmi<^MM^. IP 

tT7. 0 5 g#/3o 1R^7 1 % ^ ^ 

iH-NMR(CDCl3): 3.39(3H. s). 3.47(3H. s), 7. 27(7.35(1H. m). 7.67(7. 74(2H. m). 9.9 

7(1H. s). 
[0 17 2] 

|^2X^ Horner-Emmons R)S 

3_ (4_v-^-5^;v^:t5t;;vM^^-f;v:t^v-3-7;v^n7a.-;v) r^'J}^m 

(R=3-F. Ri^=Me. 5-1-1) _ 
y^^;vf-:^5&;WN*5 >^ 2 -"7;u:tn- 4 -'-f:;v^ ^^"7 j^^;i'j^X7-;v (4-1- 
1) 7 0 5 g. v^^>'^'^^*^S^^^^^l"5. 8 9 g. m'fbVf-'i'A 1 . 5 7 g> 
^^;V*;VAT^ F7 Om 1 cDm-^tJl^l. 8 - vT-ift'i/ n [5. 4. 0] "^^"^^ 
-7-ai^5 16 g^Jnx.. ^ia-e2. 5B#raS^t/>:o ^mmz:^^M^fz^. Sim 

■C7. 5 0 gntzo W8 6% 

iH-NMR(CDCl3): 3.37(3H. s), 3.46(3H, s), 3.81(3H. s), 6.39(1H. d, J=15.9 Hz). 7. 
12(1H, m). 7.30(7.35(2H. m). 7.63(1H. d. J=15.9Hz). 
[0 17 3] 

(R=3-F, R^^=Me. 6-1-1) 
;v:cxx;v (5-1-1) 7. 0 0gt';/7:n^;V^-7-;K7)m^^^ 2 6 5'Cr'3 0^ 

^ nmt^m^m^^^Bt\.X7 . 0 0 g#^Co iR^l 0 0% 
[0 17 4] 

ra^tt' (6-1-2) ~ (6-1-17) ^^mx^fzo 
[0 17 5] 



miE# 2004-3122736 



#® 2004-316251 



mi 1] 



XT- 
NO 

6-1-1 


3-F 


Me 


"TMR 

3.04(3H.br),3.13(3H,br).3.82(3H,s), 
6.45(lH,d,J=16.2Hz),7.26-7.31(2H,m), 
7.48-7.53(lri, m), 7.b4(.lrl, a, d— xo.ii jtx^j 


6-1-2 


3-OMe 


Me 


2.95-3.20(6H,m),3.82(3H,s),3.90(3H.s), 
6.45(lH,d,J=15.9Hz),6.95-7.18(2H,in), 
7.48(lH,a,J=7.8Hz), 7.b7(lxl, Q, J— lo.^ nz^ 


6-1-3 


2-OMe 


Me 


2.96-3.18(6H.m),3.80(3H,s),3.89(3H,s). 
6.53(lH,d.J=16.2Hz),7.06-7.l3(2H,m), 
7.49(lH,a,J=8.1Hz), 7.^0(1x1, a, J— io.^ nz^ 


6-1-4 


3-Br, 5-OMe 


Me 


2.90-3.30(6H,m),3.82(3H,s),3.89(3H,s). 
6.45(lH,d.J=15.9Hz),7.26(lH,brs), 
7.48aH,brs),7.59(lH, d, J=15.9 Hz) 


6-1-5 


2-OMe, 6- 
OMe 


Me 


2.90-3.20(6H,m),3.79(3H,s),3.88(6H,s), 
6.73(2H,s) 6.88(1H, d, J=16.2 Hz), 
8.08(1H, d. J=16.2 Hz) 


6-1-6 


3-OEt 


Me 


1.34(3H,t,J=6.9Hz),1.43(3H,t,J=6.6Hz),2.90- 

3.30(6H,m),4.12(2H,q.J=6.9Hz), 

4.27(2H,q,J=7.2Hz),6.43(lH.d,J=15.9Hz) 

7.04(lH,d, J=1.5Hz),7. 12(lH,dd, J=7.»m, 1 .o 

Hz).7.48(lH,d,J=7.8Hz) 

7.64(1H. d, J=15.9 Hz) 


6-1-7 


3-Br 


Me 


2.95-3.23(6H.m),3.81(3H,s), 
6.45(lH,d,J=15.9Hz),7.45(lH,dd,J=8.lHz,2. 

lHz),7.60(lH,d,J=16.2Hz), 

7.6(lH,d,J=8.1Hz), 7.81(lrl,«J— -^•-inzi 


6-1-8 


3,5-diBr 


Me 


2.80-3.20(6H,m), 3.74(3H, s). 
6.90(lH,d,J=15.9Hz).7.60(lH,d,J=15.9Hz), 

8.21(2H,s) 


6-1-9 


3Cl,50Me 


Me 


2.90-3.30(6H,m),3.82(3H,s).3.90(3H,s), 
6.45(lH.d,J=16.2Hz),6.96(lH,d,J=1.5Hz).7. 
31(lH,d,J=1.6Hz), 7.60(1H, d. o-lb.zaz) 


6-1-10 


3-OMe, 5- 
OMe 


Me 


2.85-3.35(6H,in),3.82(3H,s), 
3.89(6H,8),6.46(lH,d,J=15.9Hz) 
6.76(2H.s),7.66(lH. d. J=15.9Hz) 


6-1-11 


2-Cl 


Me 


2.90-3.20(6H,m),3.82(3H, s), 
6.44(lH,d,J=15.9Hz),7.36-7.60(2H,m), 
7.60(lH,d,J=8.lHz). 8.06aH.J=16.2 Hz) 


6-1-12 


3.Br, 5-OEt 


Me 


1.42(3H,t,J=7.2Hz),2.85-3.3oCDll,m;, 
3.01(3H.s),4.l0(2H,q,J=7.2Hz), 
6.43(lH,d,J=15.9Hz),6.97(lH,brs), 
7 4finH hrs). 7.57 QH. d, J=15.9 Hz) 


6-1-13 


2-F 


Me 


2.95-3.15(6H,m),3.82(3H,s). 
6.55(lH,d,J=16.5Hz).7.26-7.33(2H,m), 
7.52aH.d,J=7.8Hz). 7.79(lH. J=16.2 Hz) 


6-1-14 


2-Me 


Me 


2.43(3H,s).3.04(3H,br),3.09(3H.br), 3.81(3H. 

s),6.37(lH,d,J=15.9H2),7.33-7.35(2H,m), 

7.54(lH.d.J=8.7Hz),7.94flHm.d.J=15.9Hz) 



[0 17 6] 



mSEf^ 2004-3122736 



#1S 2004-316251 



: 111/ 



imi 2] 



6-1-15 


H 


Me 


3.06(6H.br).3.81(3H,s),6.45(lH,d>J=l5.9Hz), 


6-1-16 


2-Me, 3-OMe 


Me 


3.02(3H,Br),3.12(3H.Br).3.82(3H,s),3.88(3H, 
s),6.37(lH,d,J=15.9Hz).7.07(lH,s),7.32(lH,s 
).7.92(lH.d,J=15.9Hz) 


6-1-17 


3-Cl 


Me 


3.05(3H,br),3.l3(3H,br),3.81(3H.s),6.45(lH. 
d,J=15.9Hz).7.40(lH,dd,J=1.8Hz,8.lHz),7.5 

8-7.63(3H,in^ 



[0 17 7] 
lit 5 0} 



BnO. 



1) NaH BnO. 

2) BfCHzC02Me 



H2.10%Pd-C 



^COaMe 



^ 1 

5 v?;v:i-i^^ vxf > F-;V 4 4 6 m g <^ v^^ f->'V*^^^ T 5 F 5 m I Ml^7K?^T7K 

) -c^m) iWssiL. mmi\i^m-^^o ovagntzo we 8%o 

^H-NMR (CDCh) d\ 3.74(3H.s). 4.82(2H.s). 5.10(2H,s). 6.47(lH.dd. J=0.6.3.3Hz), 
6.94-7.50 (lOH.m). 

1^2X3^ 

( 5 - 1 F n 5/ ^ V F - ;v - 1 - ^ ) ^ > ^ ^ ^ ^ 

{^-^y'j)\,t^i/^^y F-;v- 1 -^}^) im^^;v^^-r;v4 o o m g(7)7- b 7 vi 

Fn77> 5 m 1 - ^ iS'^-''l'5m 1 1 0 %yN°7 v "ir 1 2 0mg^JPx7|c« 

?^U*-r;Vi5'n^h (f^m^-^JV:-'*-9->' (2 : 3) -e^^ffi) 

4-NM'"(CDa3V5^r3^.74(tH,s), 4.49(lH,s), 4.82(2H,s). 6.44(lH.d.J=3.0Hz) 6.7 
9(lH,dd.J=2.7.9.0Hz). 7.04(lH.d, J=2.7Hz). 7.06(lH.d. J=3.0Hz). 7. 10(lH,d. J=9.0Hz) 



10 17 81 

1 5 

" 5 _ ^ ^ ;v ;v/st^ ^ ;v ;V' 7 r ^ ^ :^ F - ;v - 1 - ^ ^i') ^ JV^^ x ;v 

l-ffc 5 1 ] 



MezNCOCI 
EtgN, DMAP 



^COaMe 



\— COaMe 



^COaMe 



miiE# 2004-3122736 



S^m 2004-316251 



: 112/ 



(5_t: Kndrv'-f K-;U- 1 --f ;V) i^^pt ^;VJ^>!.x;l/ 7 2 4mgs N, N->^^^ 
;l/^^?!;;VyN--t-f ;v^'nV K5 2 3 mg, h 'j J^^^I^T 5 > 0 . 5 9 m K N, N- v> ^ J 

^fB'fb^tJ=^%fe*§B^Bi:L-C4 4 3mgt#/^o W4 3% , ^ ^ 

^H-NMR (CDCh) ^ : 3.37(3H.s). 3.48(3H,s). 3.75(3H,s). 4.84(2H.s), 6.55(lH.d.J= 
3.3Hz), 6.95(lH.dd,J=2.4,9.0Hz). 7. 12(lH.d. J=3.3Hz). 7.23(lH.d. J=9.0Hz). 7.29(1 
H,d.J=2.4Hz). 

^ 2 IL^ 

(5 _c^-p{^;V5!7 )Vyl.}]yy r=-)\^-( > K-JW" 1 -^^V) ^^•^-^ 7" ;V 

4mgi:-:^-7a.^;Vi-x;V3ml<^m'^2^* 2 7 0 "C-C 5 ^P^m^ t/co ^JST^^r^ia 

iri^spm. -/U5&y;v^nvh mm^'f-}^ (1 :3) -eM) i3#L»sa<t 

-^t)^ 1 3 9 mgnfzo IR^6 5 % , . . o o„ n ^ 

^H-NMR (CDCI3) S : 3.07(6H.s), 3.73(3H.s). 4.85(2H,s), 6.55(lH.d.J=3.3Hz). 7.1 
0(lH,d.J=3.3Hz), 7.08-7.35 (2H,m). 7.78(lH.d. J=1.5Hz). 
[0 17 91 

Hk5 2] 



XT' 



C02Me 

Br Pd(PPh3)4 
KOAc 




COgMe 



1) NaNOs 

2) Cu(N03)2, CuaP 




OaMe 



^ 1 

2- (4-^bn7i-;v) ^:f7i>'- 3 

4-yn^^}'U^y^>3. 4 9 g. ^:^-7i>- 3 -*;^'■K>'m^^^^^^■r;^3 . 
44g X h V ^^-^V^^^-^-f V^'-^^i^'i^A 1. 0, e^m:«? V -^7^ 2. 54g 

hjvkvs 5ml <^fi^t?«: 6 ommumMmLfzo Kj^mzTK'^mx.mm.^^^^-^iA 

fco #(btL/^^^=S:v'J5&y;Vi^n-7hm (itm^f-;!/ (1 : 6) x-mm) m 

Mii\:^m^2. 7 8 g#7^Co JR^6 1 %o 

^H-NMR (CDCh) 8 : 3.77(3H.s). 7.37(lH.d. J=5.4Hz). 7.56(lH,d. J=5.4Hz). 7.67(2H 
. d, J=9. OHz) . 8. 26(2H, d. J=9. OHz) . 

^3l8mg. 2U^m.m9'5mU 2- ( 4 h n 7 ^ ^ ^< " ^ - * ;v 

miE#2 004-3122736 



#® 2004-316251 



^-v : 113/ 



nv vm. mm^^}^ : (1 : 2) x-min) mmt^m^2 1 smg^/^o 

4-Nm\cDC13) a : 3.75(3H,s), 4. 23(2H,brs) . 6.73(2H.d. J=8.7Hz). 7. 15(lH,d. J=5. 
4Hz). 7.33(2H,d,J=8.7Hz). 7,46(lH,d. J=5.4Hz). 

^ 3 ZC^E 

2- (4_T5 7 -5-;j-7^^-- 3 -?&;i/'K>m>^J^-^^7=-;V7 9 OmgCOTic 

9 0ml -it«5. 3ml.^.?^?ei^-4'CiC<t^L. > U -^^ i^ 2 3 7 m g OtK 

^^^2. 5ml^5^F.^T^?gTL/.o - 4 -CT? 4 0 «^'5^JIi> ^ 

g <^7lc^ri 5 m K ( I) S 2 2 m g =Sr Jn£ IWIia^-e 2 0 ^^^^^ 5 ^TO 

• ^i^^-iJ-V (113) T-^m) «|fi^k^!t^^ 3 6 3mg#3to W4 6%o 
»H-NMR (CXh) S : 3.76(3H.s). 4.49(lH.brs) . 6.84(2H.d. J=8.4Hz), 7. 19(1H. d. J=5. 
7Hz), 7.39(2H.dJ=8.4Hz). 7.48(lH.d. J=5.7Hz). 

^ 4 X® 

)lyJ.::^y-)V _ ^ ^ ^ 

2_ (4-ti Kn^->7aL-;i/) f-rt-y^y- 3 -:^>'V>i^*>^^^^^^^7->'V5 3 Omg 

3 6mg. bU^^;VT5^'0. 3 8ml 
^ N N-i^^-^^WT^y t:';v>'2 8mg. 6 m 1 Orl-^tJ^r 5 NfM^U/c 

;V-e^^L. ^IB'fk^tJ^life^H^HiiLTe 3 2mg#/Co W8 7%o 

iH-NMR (CDCI3) 5 : 3.36(3H.s). 3.48(3H.s), 3.74(3H.s). 7. ll(2H.d. J=8.7Hz). 7.24 

(IH, d, J=5. 4Hz) , 7. 50 (IH. d, J=5. 4Hz) .7.51 (2H, d, J=8. 7Hz) . 

II 5 X® 

2_ (4_^;^f-;v5(7;v/^^^;vx;i'7T-.'V7j^-;v) ^tyj^y-S-:^)\^^^^^^ 

mwLfzo KB^^^mLi^zmm. vu^y^v^n-^v mm^^)^:^^^^^ (i • 4 
) -e^ffi) KitLmmit^m^ 6 0 imgi#f^o W9 1% 

iH-NMR (CDCI3) 5 : 3.06(6H.brs), 3.74(3H.s). 7.25-7.55(6H.m). 

mmm 1 1 

[0 18 01 
Hb2 71 




,COOR^^ 




^COOR" 



j2-p{f-;V-4- [5- (4-h';7;V:rn^^;v:7a.^;V) - ^ V ^-^^^Z- ;v- 3 
-^;v^h^~>] -^^i.y^v'l -f^m^^^^^^T^^^ (Ri = TFMP. R=' = R' = R 
= H. R=2-Me. Ri^=Me. a-l-l) n , „ 

(2- 1 - 1) 2 4 3mgs h U 7i-;V*;^-7'f V 2 6 6mg. 4- o^;:?.;^.i^- 
;^-7iy 1 76mgi:-rb9t:Kn77>'8ml I^tK^^T 

aiSE# 2004-3 122736 



#M 2004-316251 



^-v^ : 114/ 



y (1 : 2) t?Mb. =^fB'fb^t»^«Sfe^B^Ht Lt:2 7 Omg (J|X^6 4%) I^tLo W. 

mmm 2 ] 

[0 18 11 
( a - 2 ft) 
Hk2 8] 




LG s CI or OMs 



,^COOR" 
- Rio 




l2-^^;v-4- [5- (4-h'J7;v^n^^;v7^.-;v) y^^fv*-;v- 3 
-^;i/p{f-;v;^;v7T^;v] -7a.y^'>l (ri = tfmp. R 

= r3 = r4 = H. R=2-Me. R5 = R^° = H. R^^ = Et. a-2-l) ^ 

2-^uu^^)v- 5- (4 - h U 7;v^n^f-;V7i^;v) -^v^-9-v-;v (3- 
1 -2- 1) 2 7 7mg> (4-^;w*:/>-2-^^;v-7:.y^'» -im^t^^^ 

XT-;V2 5 5mg=^T-feb^h';^V5mU'^Mt, Rm-fe'>'^A7 4 Omg^Srtn^. 8 

5 8mg#/io 3 -6 4^ i|X^7 5% 

[«^J 3 1 

[0 18 2] 
(a-3ft) 
I'ft 2 9 1 




COOEt 



Me 

^^^>^O^COOEt 



Hal a Br. I 



r2-p{f-;v-4- [4- ( 4 - h 'J 7 n pi ■^;v^>y;v) -5- (4-hU7;v 
:tn^f-ji/7i-;v) ^ v^-«j-'/-;i'-3-^jv^^>'^^-'i'"7T^;v] ^^y^v^] f^m 

:,.f-;i.:i.>^xJV (Ha l=Br, R^ = TFMP. r2= 4 - h U 7;V:rn^ 

' il&l 1 lmg=^7" Kn7 7>'2m 1, 2 -^T^n^ v 1 6 m 

g^inx-T 5:^^. ^nn h ';;<^;V'>7>'9mg=Sri!rax.T5^K^^Ly>:o KB^^^P 
- Y ^) y ii'-f^ ^ 9 7 m g ^riJDx.. 3 O^mM^uLtZo Mi^i^^ 

*P^> [4- [4-^n^-5- (4- b U 7;V:tD^5^;v-7i-;v) ^v^^^-^/->'V- 

tbiE# 2004-3122736 



#M 2004-316251 



^-'J : 115/ 



2 2) 3 0 0mg 6mg> b ij v^' nv\:^r>';V*;^7 >' 1 6 m g 5rI]Q 

X.4 5^Fp1M5itL>3o RJ^:^?^l::7jc=&Jnx.. Hm^^^VT^Wm. XXf^m-km^r-mf 

fzo iR^ 6 8 % 

mmm 4 1 

[0 18 31 

(c-4^) 

ms 01 

Me 

X^CX^COOR" 




Me 

j6r' 



.0^ ^COOR^^ 



^j.y.>.;V_3_^;Vpt^;Vy^;V7T^;H - 2 - ^ "5^ JV- ^ ^ ^ ^ ~>l "I^ t e r t - 
^^;VaL>(,r;V (R^ = TFMP. R2 = CH2NHnBu. Ri''=tBu. «-4-l) 
^t^m (a - 2 - 1 6) 2 3 8mg. n -^f-;WT 5 4 3 m g =1:.* J 6 m 1 

-^Mt. Mm.r2 ewmmwLfz'^^ TK^^fb^^'^^-^v v-^^as 6mg=Srtpxi^r^m^ 

Lf.o ^f&^t^7K**nx:, ^^nn^;VA-ettffi. Ife^A^TKr-^^. ^f^f^^l'^l 
)v:^^^y (1 : 6) -c-^mu. mm^'km^M'^<^-^^^^^'^ ^ 2 Smg^^/io 

^8 5% 

mii^l2-p«^;v-4- [4-^;v^i^V>'-4-^;v^^;v-5- (4-n;7;v:4- 

f^^j:.^;Vj^X-r;v (a — 4-2) =Sr#/wo 
[«M 5 1 

[0 18 51 
(a- 5^) 

[its 11 



^COOH 



FaC 




i4- [4-^ h^~>^^;v-5- (4- h U 7;v^a^-^;V7:c^;v) --fv^-<?-V 

»;^_3_^;^^ Y^Z^-\ -2 -P«f-;V-7:iiy^->! (or- 5-1) 

14- [4-k: Kni^vp«-^;v-5- (4 - h ^ i-;v) -^V^-iJ- 

-11) 2 1 OmgOT- b7Vi Vuy^y3m\mm^:i^m^ti-hV 1 Qmg^Unx. 
^S-e 3 0 ^hmni^r^o KJBmz a ^-fk^ 9 0 m g cox > :7 Kd 7 7 > 0 5 m 

miiE# 2004-3122736 
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^-•J : 116/ 



1 5ml jjDx. MU-^' 5 ^ra^^^L/co s:jsMtc:7x. ^mm^iu^^m Lmm^^j^ 

o ^ffi=^v';?5'y>'V:^a'^^^-#i-^ ^m^^)^ : (2:1) t??#tBL. ^pfi'ft: 

[0 1 8 61 

( a - 6 -i*) 



Hb3 21 




(3_ (4-^yi;}V^^iy-3-^^)V-y:jL=.}U) -2- [ 4 •^>'V'- 5 - (4 

n vf^:^l?j^f";vj^^7"^^ (a - 6 - 1 - 1) 

-^>v;v>3-^v-3-^^;v-7:n-^W -3-^^V--/nii°:e-ym^^^v^^^>'l^ 
3 7 5mg<737^h9ti Kn-77:^M6ml ^1 5 ^3'f«TefiT Lf^o 1 3 - iJ' n 

□ ^^;v_3_^^;i,-5- (4-h V7;v:a-n^-f-;v-7x^;w) --f v^-9-y-;v (3 
-1-2-2) 276mg> 3 'i/'ft* A 1 8 7 m g *J!3Px.> 1 7 0#FB^ljn^Mi5iS L/io 

y ^-i^'^v^nv h tr#L> S^mj.^;v : ^^^f (1 : 2) -e?#aiL. mi^t^i&'i:^'^ 
-m^mt LtrS 3 Omg#/Co JR^9 6% 

1- (4-11 Knit^v-3-pf-9^;^--7i->'i') -3- [4-^-^;V-5- (4-hV 
7;i/:^n^^;v7i^;v) v^^v*-;v- 3 ;v] --^u^-^zy- i (c-6 

_ 2 - 1) 

±|Bt?#'bttyt-^^x;V (a- 6 - 1 - 1) 5 3 0mgl'i^m4m K jftmmi. 2m 

^^^>"; j&^-'i'i^n-^ htc#L. t^m^^-'i' : (1:2) -c^fflL. ^saik 

1 HNMR(CDCl3 ) : 2. 26 (3H. s) . 2. 27 (3H. s) . 3. 07 (2H. t. J=7. 8Hz) . 3. 48 (2H. t. J=7. 8Hz) . 6. 81 (IH 
,dJ=8.4Hz),7.74-7.85(6H.m). 

^3xs r^v^Mk - . 

(2-^^;i,-4- 13- [4-pf^;^-5- (4- >';-7;v:i-np{f-;V7:c^;v) --f 

tiJiE# 2004-3122736 
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^—~J: 117/ 



±MX^mhflfzy^^-Mt^m (a-6-2-1) 1 3 Omg tv^P^f-^V^^V^T^ 
vlAgmgfU^cm. ^•iaT^7B#r.m#L/Co ^c^^^^Tfcl-fti^^ n n 

l^^fc L-C 14 0m g#^.o iR^ 9 3 %o ^ tt^S^m^f ;V->f V ,.;W:c-x;V<^ 

(2_^^;v-4- 13- [4->^;v-5- (4 - > 'J ■7;v:^-n ^ ^;V7^-;V') 
±|S^;^x;v (a-6-3-1) 1 30mg^xh9ViFn77>4. 5mU^?^^^ 

itTlcT. lMmi'-C4'fnLy;o ^EET-^i»*^^U. ^^^'^'^^fSi^ J?^?^ 
L/c^^^?«fl5lLT:^|B>fb'^%=& 1 1 Omg#/io W8 7%o d tL^ri^m^^^V- ^ 

l*M^J 7 1 

10 18 7] 
(a-7^) 

^1:3 3] 



CN 

NHgOHHCI 



F3C 




NaOMa 



D=OH. SH 



Me 



GDI. DBU 





^ 1 

[2-^^;v-4- [4->^;v-5- (4- h';7;v:tn^^;i/7i:^;v) 

_;l,_3_^;i,^^;v;x.;V7T-;V] ^i-JV] T-bb^bU^V (R = CF3^ X -S, 

■^3''JV^nn^^;l-4-p«^-'V-5- (4 - h U •7;V::3-n^ f-;V7 ^V^"^^/ 
(3_l_2-3) 2 2 5mg. ( 4 - ^ > - 2 - p< ^;V7 :c T-bh- 

bU;H 4 Omg. ^m-b->'^7^ 5 8 5ing, T-fe h V U ;V 5 m 1 Ofl-g"©^ J^^J 2 

mSE# 2004-3122736 
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y : 118/ 



Y)V:cy:^mx.^)l^ (95:5) -e^tBL. mm^t^m^n^^rBt LX 3 0 Om s 

^H-NMR(CDCl3): 2.29(3H, s). 2.3l(3H, s). 3.63(2H. s). 4.14(2H. s). 7. 26-7.28(3H, 
m), 7.74(2H, d. J=8.4 Hz), 7.82(2H. d. J=8.4 Hz) 

mm^^^r^. [2-^f-;v-4- [4-^f-;v-5- (4 - h u 7;v:rn^^;v7^ 
^;v) y^-y-v-jV'- 3 - ^ ^^-^^ h^v] y^-^v] r-feh-bU^v (a-7-1-2 

. Xi = 0) ^#^Co W88%. Rf = 0. 25 (pt ;i'i>tt>' V ^y^V'-^V- I^m 
: '\^^^= 1 : o 
[0 18 91 

^ 2 

N_t;Knifv-2- [2-^^;v-4- [4-^^;^-5- (4 - b V 7;V:i-n^^^;i/ 

^ y 2 2) 

[2-^^;i/-4- [4 5 - (4 - h U y>'V^n^f-;V7i-;V) 
y-_;V_3_^;Vp{f^;V^;V-7T-;V] ^i-JV] 7-bh-b'J;V (a-7-l-l) 3 
O0mg> t: Fni^^v';i/T$ ^^^^^2 5 9mg. 2 8 %-^- b V •> A ^ h K 0. 7 
6ml ^^y-;H Om 1 <?)tS'g-J^«r2 OB#PB^m»itL/io «ffiTM=Sr^* ^ 

^ti:. mj±.Tmm^^^vtzo ^mi\:,^m^m^m^ntLx 2 9 9mg#:^co jix^9 2% 

[0 19 01 / . r 

l^»0^i*-e. N-liKn^v-2- [2-^-^;v-4- [4-^f-;v-5- (4-h 
U 7;v:^-n^-^;v7a.-;v) >f v^-^-v'-;^- 3 --f ;v>« > ^ v] 7^-;^ T-bhT< 
(a-7-2-2. X^ = 0) *#7t„ J|X^5 7% 
[01911 

3_ [2-^f-;v-4- [4-^f-;v-5- (4- b y 7;v^n^^;i/7:ii-;v) -fv^ 

^^y_;V_3_.f;Vp(^;V;;^;l.-7T-;l'] '^>>';V] -4H- [1, 2, 4] it^-^-vT 
V*-;W- 5 -:t>' (a- 7 - 3 - 1) ^ 
N-n Kt3i^->-2- [2-p«^;V-4- [4-^^;v-5- (4 - h VyJV^tn^f- 

(^_7_2-l) 299mg^ 1. 1' - * 5 1 2 3 m g. 1, 

8_y7'^fe->^^ [5, 4, 0 ] 'i? >'7"-t- 7 - J:-^' 4 1 9 m g > x b y Ka 7 9 :^ 

10ml cori^!^^sza-e 1 v^mmnvfzo Kmrnza^^m^. i m) ^mxr^mi^fzo 

=&^*L7to ^^*v'; ?5fy>'^i5^a-7 b ic#L. bjvj:-:^ :fi^m-3^^^^ (9 5 : 5) 

mL^^o nhftfzmm^T'izvyi.^n^^^Bi^mt^^t^^^m'&m^BtLx 1 3 3mg# 

fzo W4 2% 

[Hifefffl 8 1 

[0 19 21 

3- |2-^f-;v-4- [4-pff->'l'-5- (4- h V7;V:}-n^-^;vy:c^;V) ->fV 
3_^;V^ -^-y'JM -4H- [1, 2, 4] :t^-9-'>*T v^:^- 

(a-7-4-1) , , , ^ 

N_t:Kn^~>-2- [2-^f-JV'-4- [4->^;v-5- ( 4 - h U 7 ;V:a- n ^ "f" 

-2-2) lOOmg ;>tf-;vya^T-tx- b 5 5mg^ i^®^-fe>"i^^ 1 5 5 mg^ >^ 
^^;V*;VAT^ K3mlOtii'^t?*^taT-2 OB#F^, 1 0 0 -C-C 1 B#F«m*l^ Lfcc 

ffiSE# 2004-3122736 
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-J : 119/ 



% 



mmm 9 1 

[0 19 31 
Hb3 41 




n 




COOR 



i17 




.COOR" 



HO 



e R'=R*=H, R = 2-Me, R^^ = Me. a - 8 - 1 0 ) ^ 
y-;v (3 - 1 - 2 - 3) 2 2 3 m g i3 J: t;^ 3 - - K^^;>- J "^^^^^ 



'l 6 m g =^*nx., ^T^l? 2 mm. 6 0VX'3 B^F^^f J'-f 

6 8mg#fCo W7'4% 
[Hife^Jl 01 
10 1 9 41 

(a - 9&) 
HbS 51 



^dr-9-> (1 : 4) 
L"C2 



p3 



LG 



MegN 



COOR 



,17 




COOR" 



i=TFMP. R2=Me, R3=R*=H. R = 3-OMe, R'^ = Me. « - 9 - 8 ) ^^unm 
^|-;V^iT-;V (6-1-2) 224-" Imo iXhi-}^^)^^^ h^vK^tJ^^- 

=^i^^^ki^r -fe b ^ h 'J ;v 4 m L 3-^na^^;v-4-^^;v-5-( 
t-V'n5f?n^^;l.7^^;W ^V^^V'-^V (3 - 1 - 2 -3) 2 0 9 m g . 

o nmVl V * r ;v n -7 h ^c>hJ- n n ^ ;u A "c^m L> i^mt^m^m^m^B t u 

T2 2 7mg=f#^o JR^6 5% 

1 1 1 

(0 19 51 
( ff - 1 0 i*) 



miE#2 004-3122736 
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^-v : 120/ 



Hk3 61 




)V^u^^)Vy:z.z:.}V) (Ri=TFMP, R'=Me. R3=R*=H. R = 2-F. X = 0> 

" 3_V°^^^^-^^^-4 5- ( h ^ ^;i/-7 ^ v^-9-v'-JV 

(3_l_2-3) 1 5g. 4-^o^-2--7;V:tn-7iy-;Vl. 25g. ^^"fe 
A 2 1 3 g. r'-b h - > U ;V 2 0 m 1 (Om^m^ 7 5 ST' 1 1 B#FBm*I^U;to R)S 

H^tLTl. 82g#^CoW78% 

[0 19 61 ^ _^ 

(a-1 0-1-2) ~ (a-10-1-5) ^^^\^fZo 

[0 19 71 
[^7 3 1 



No. 


R 


X 


NMR 


a -10-1-1 


2-F 


0 


2.35(3H,s),5.25(2H.s),7.00-7.30(3H,m), 
7.76(2H.d, J=8. iHz), 7.84(2H,d. J=8.lHz) 


a -10-1-2 


H 


0 


2.28(3H,s),4.12(2H,8).7.25-7.45(4H,m), 
7.74(2H.d,J=8.4Hz).7.82(2H,d,J=8.4Hz) 


a -10-1-3 


3,5-diF 


0 


2.40(3H,s).5.25(2H.s),7.06-7.16(2H,m), 
7.76(2H,d,J=8.4Hz),7.86(2H,d,J=8.4Hz) 


a -10-1-4 


3-CF3 


S 


2.29(3H,s),4.17(2H,s),7.51(2H.d.J=8.4Hz), 

7.62(lH,dd.J=8.4Hz,2.lHz),7.74(2H.d.J=8.4Hz), 

7.77(lH,d,J=2.lHz).7.81f2H.d.J=8.4Hz) 


a-10-1-5 


2-CF8 


S 


2.29(3H.s),4.16(2H,8),7.43(lH.dd.J=8.4Hz,2.4Hz), 
7.62(lH,d,J=8.4Hz),7.65(lH,d,J=2.4Hz). 
1 7.74(2H.d.J=8.7Hz).7.81(2H.d.J=8.7Hz) 



[0 19 81 

m2JM Heck K'i^^ ^ , _ „ . . 

3- i3-:7;V;^n-4- [4-^^;i— 5- (4 - h V 7;V:i-n ^ 
y^^./^j-^-'^-yi j^^Y^r'y^ -7^=-M T^'))\^n.^'^^^^^r->^ (R^=TFM>, R' 
=Me, R^=R*=H. R = 3-F, X = 0. R^' = Me. a - 1 0 - 2 - 1 ) 

3_ (4 _^-n^_ 2 -7;v^n7jiy -^Jl^) -4->^;v-5- (4-hU'7 

;v:tn>^;V7a.r:;v) ^y^^j-V'-;V (a-1 0-1-1) 0. 3 5 g > T ^ 

•^;n. 0 6g. I^m/^•^-:^•^^A(II)3 7mg. > u:i^^;vt^ > 0. ^^-"^ 
>8 6mg. T 5 K2m 1 <^?s^t;=Srr 1 0 

^^H^aiiLTO. 3 3g#/CoW9 2% 
[0 19 91 

miE#2 004-3122736 
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^--J : 121/ 



( c - 1 1 ^) 

Hb 5 3 1 





R^= R^= R^^= R^^= H a-11-1) 

(s'-t Knifv^ ^V-;^- l-'f^V) 0 0 m g<^T-b h - h U 

) _^yi^^y-;v2 2 4mgi5J:TOm^^v'^^^3 1 Smg^jJOx. ^^^^ ^^^1^ 

3mg#/Co W6 7%o 

[0 2 0 01 
( a - 1 2 
l-fb 5 4 1 



COzMe iNNaOMe 



, R? R" 




2_ 14- r4-^^;V'-5- (4-h';7;v:^-n^f-;v7^-;w) ^ v^^f v*-;!'- 3 
-^;v^^;v;.;v^T^;v] 3 -fj ^i^^'ym^^^^^^^^^ (R^ 

=TFiyiP. R^=Me. R^=R^= R^= R'= R'= R'= H. a-12-l) 

i;V^;^f-;V3 2 l m g <7)^ ^ 7 - ;V 7 m 1 1 ^^-^ ^ V "^7 A ^ h^'yVM U 

Vy-lim) 1.5ml ^jn£3^r.«iiifeb:^«:o KS^£^<^*pm2mamm^j^ 

^ffi?5»*^*U/.o n^fLf^nm 2 4 9 m g ^T^ > - h U ;V 5 m J J ^ 3 - ^ 
nn^^;v-4-p<f-;v- 5- (4 - h V ^;V7 y 2 

2 8mg*5i:t;^^^m-fe^-^A3 2 Smg^inx.. ^^-^^ ^ Pt^m^L^o 

kiS'fb'g-tl* 3 4 9m gW/Co JDl^ 7 2 %o 
imMM 1 2 1 
[0 2 0 1] 
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2004-316251 



^-i/ : 122/ 



Ut3 71 





(X^COOH 
9 R^R« 



O^COOR" 

LiOH*^(± NaOH 



^;w>f-;v>^;v7r^;v] -7^:^^^^} -i^m (R^ = TFMP. r2 = r3 = r4 = r 

= Ri° = H. R=2-Me. Xi=S. /3-1-2) . ^ ^ ^ , 

j2-p{f-;v-4- [5- (4 - h U •7;v:^n^f-;v7:i^^;v) v^^j-v-;v- 3 
->f ;v^f-;v7>;v7T-;v] -^^y^vl -l^m^^;^^^;^^;^ (a-2-i) 226 
mg=^xh9t:Ka-79>5ml IC^15|L. 1 MTKSJ'fl: U ^ A 1 m 1 ^SriDx.. ^iST 1 

#^#fco :itL^^^y-;V-7KJ:»9W*gH^BL^ia<b'^%=Sr 2 0 6mg^#/io JR#^9 7% 

l«« 1 3 1 
[0 2 0 21 

[its 81 




COOR 



17 




CO2H 



y^H^y_;v_3 b^v] TiS'V-'^m (10) (R^=TFM>. R2=Me. R^= 

R^=H. R = = 0. R^^ = Me. )8-2 - 1 5) 

3_ j3_7;i,^n-4- [4-^-5^;v-5- (4 - h V 7;v^n^^;V7i-;v) 'f 
y^^y_;^_3 yx.=.M U (a-iO-2 

- 1) 0 7 9 g . 4N-LiOH 1. 5mU7K3mUTHF20ml (^)r^-^J^^ 5 5 

L/i=iiT-fe h > i ») S*&B^ LT:PfB'fb'^igf 0 . 7 g ^m^o W 9 1 % 
[0 2 0 31 

[{b 5 5 1 



R? 



R*" 



"R8 



R»- 



R' 




,CQ2H 



15- [4->f-;v-5- (4 - h y v^^f y-^v- 3 

;v^b^'>] ^i'K-;v-l-^;H i^m (R'=TFMP, R^^Me. R3=R*= rs= R'= R'= R2"= 
r2i= H, b-3-1) 

tBfEi^ 2004-3122736 
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: 123/ 



15- [4-^^;v-5- (4 - h 7;V:tnp{f^;V7icr.;i/) V #-9- 3 - -I" 
>2. 5m 1 5m rMl::2^^7icm'fb:h > V 'i'A-^f^O. 4 1 m I =Sr 

o #ib^x/i?i^=^T-fe h VOrS-^^^RtT'S^H^BL. ^IS'fb'^t/S: 2 0 3mg^| 
Tto W8 7%o 
[0 2 0 4] 
()S-4i*) 
UkS 6] 




15- [4-^f-;V-5- (4 - h V 7;V:tn^ ^;V7i-;V) -f V ^-9" V*- 3 - 
;i'^f-;vy?.;v:7 r-;v] > K-;v- 1 --f ^I'l i^m (R^=TFMP. R2=Me. R^=R*=R^=R^ = 

R8= r2 0^ r21, b-4-1) 

2 Omgo^ ^'y'-;i'5m 1 2^^7Km<b:^ h u -^A^tf^sm 1 =^tnx. 8 ^r^ini^ 
mmLfzo ^js?mii2m^:^mt7jc^ijnx.i^mj^^>'v-ettmL/co «^^ifefPA:^7Xr- 

^^t:. am-7^^-«v'^AT'^^L. MJETM^^*L/io #'btL/t%^l 7 7mg<^ 
7-b h - M; ;v 5 m 1 ^?&i::3 -i^nn^^;u- 4 -;»{-^;V- 5 - (4 - h U 7;V:^np{ 
--f V^-9-V-;V2 0 7mg^ J;t>'Rm-fe->'i'A 2 9 Omg*^)^x.^ 6 0 

tzB.m.^^y^) tiV)\^iru-7 ux2^)]yA \ ^ ^ J - )\y (2 0 : 1) T'itm) T-t V 

V_^^^j->0^^^^-tr:^^H^aU mmt^m^^ Omg#/Co 5%o 
[0 2 0 51 
(/3-5&) 
['fbS 7] 



2- 14- [4-^^;v-5- (4- h V 7;v:^-n^-^;V7i-;v) 'f 3 

--f ;l/>f^;V^;V7T— ;W] ^j.;::;!/} 7 ji > - 3 - * (R^=TFMP. R^=Me, 

R'=R*= r5= R«= R^= R«= H. b-5-1) 

2-14- [4-^^;v-5- (4 - b V7;v:^-n^f-;V7 ^ v^-9-V-;v- 3 

T— ;v] -7:^— 3 — :^7;V5K>'^>'^;i'j^x-r;i'3 4 
7mg<^x h9t Kn-79>'7ml iJ'y -;l'3 . 5 m 1 ^Ti^tc 2 M^TK^'ft'^- ^ U 

A?§?e[o. 4 3m 1 =i:]bnx.mza-e2NFfflti£#L/io s/;&^&^c2^5g7fcm'^fc•^-^'>''^^-^^^8^ 

0 . 1 m 1 ^diin L 6 0 r-C 1 B#Fb^ 3 0 ^F^m^ L/io ?t±pm^ R^StS^C 2 M^^^ 1 . 
5ml t7K2 Om 1 ^ iJP x.*fm LTt^s^H =^it^. :^m^k^m\^fZo nhflfzm.^^^T ^ 

Yy-^^^y(Dm^^m'^^m^\^. m%^it^^^2 s smgntzo ws 6%o 




le 




miE# 2004-3122736 



#0 2004-316251 



^-v^ : 124/ 



[0 2 0 61 

[0 2 0 7] 
m7 41 



O .COOR^'^ 

Me 



No 




R1 


R2 


XI 


R3.R4 


R17 


mp 


NMR(CDCI3 or DMSO-d6> 


a-1-2 






Me 


O 


H,H 


Me 


oil 


2.29(3H.s).i32(3H.sX3.80(3KsX4.61(2H,s)5.13 
(2H.s).6.67(1H,d,J=9.0Hz),6.79(lH,dd.J=9.0.2J 
Hz),e^6(1 H,d^=2.7H2) J.75(2H,d.J=8.1 Hz)J.8 
4{2H,J=8.1H2) 


aH-3 


a-1 




Me 


O 


Me.Me 


Me 


oil 


1.76(6H,s),Z20(3H,s),2.37(3H^).3.78(3H.s).4.56 

(2H.s).6-49-6.50(2Hm), 

6.67(1 H.m) J.75(2ad J=8.1 Hz) J.84(2H.d.J=8.1 

Hz) 



[0 2 0 81 



tliSE# 2004-3122736 



#0 2004-316251 



m7 51 



No 




R1 


R2 : 




R3.R4 F 


R17 r 


np 


NMR(CDCI3 or DMSO-d6) 




ff-2 




Me 


S 


H.H 1 


=t ( 


53-64 

1 


l.29(3H,t.J=7.2Hz),2.23(3H^),2.24(3H,s)A03(2 
pi,sX4.25(2Kq,J=7.2H2),4.61(2H.s)6.61(1Kd,J= 
3.4Hz) J.I 8(1 Hdd.J=8.4.2.1 H2).7.23(l H, J=2.1 H 
0.7.74(2H,d. J=8.1 Hz),7.82(2ad,J=8.t Hz) 


a-Z-A 


a -2 




Me 


S 


KH 


Et 


58-59 


1 .30(3H.t J=7.2H2).1 .91(3H^)255(3lis).3.34(4 
H,t.J=4.8Hz),3.79(4H.t.J=4.8H2).3.87(2H.s).4.26 
(2H,q,J=7.2H2),4.61 (2H.s),6.62(l H,d. J=8.4Hz),7. 
71-7.22(2H.m) 


a-2-5 


a -2 




Me 


O 


H,H 


Me 


112- 
113 


1.99(3H,s)Z27(3H.sX3.37(4H,t,J^.8Hz).3.78- 
3.81<4H,m)A60(2H,8).4.93(2H^X6^5(lHAJ=8. 
7Hz).6.76(1 H.dd. J=8.7.3.0Hz).6.83{1 H.d J=3.0Hz 

) 


af-2-o 






Me 


s 


H,H 


Et 


oil 


1 .28(3Kt,J=7.2Hz),Z1 9(3H.sX2.24(3H^) A01(2 
H.s).4.25(2H.q.J=7.2Hz)A61 {2H,s)6.61(l H,d.J= 
8-7HzX7.18(1H,dd,J=8.4.2.4Hz),7.22(1H.J=2.4H 
2),7.46(2H,d,J=8.4HzX7.63(2Hd,J=8.4Hz) 


a-2-7 


a-Z 




(X 


s 


H,H 


Et 


oil 


1.29(3HXJ=7.2Hz).2.22{3H.s).3.93(3H^)A25(2 
H,q.J=7.2Hz),4-61 (2H,s)e.58(1 Kd. J=9.0Hz>.7.1 2 
-7 l/tr^H 7 26-7 32(5H.m).7.42-7.45(4Hrm) 


Of -2-8 


or -2 






s 


H,H 


Et 


oil 


1 .29(3H,t.a=7.2Hz),2.21 (3H,s),3.93(3H.sX4.25(2 
H.qJ=7.2HzX4.61(2H^)6.57(1H,dJ=8.1Hz).7.07 
-7-12(2KmX7.29- 
7.46(6H.mX7.70(2H,d,J=8.1 Hz) 


a-2-9 


a-2 




Me 


s 




Et 


oil 


1 .07(3H,t J=7.5Hz).l .28(3H.t J=7.2Hz).1-98- 
2.17(2H/nX 2.21(3Ks).2.26(3H,sX4.03(1Kdd, 
J=8.4.7.5Hz).4.24(2Kq.J=7.2Hz),4.60(2H^X6.57 
(1H.d.J=8.1H2),7.09- 

7.14(2HmX7.74C2H,dJ=8.4H2),7.81(2H.d,J=a4 
Hz) 


Of -2-10 


a -2 

1 




Me 


s 


H, 
4-F- 
C6H4 


Et 


oil 


1.28(3Ht,J=7.2Hz).2.09(3H^),Z20(3H,sX4^2(2 
H,q,J=7.2HzX4.60C2H,s).5^8(lH.s),6.55(lH,<iJ= 
8.4HzX 6.95-7.03(2H,m).7-06-7.14(2H.m)7.32- 
7.38(2H,mX7.73(2H,dJ=8.4Hz).7.80(2H,d.J=8.4 
Hz) 



[0 2 0 9] 



ttiiE# 2004-31227 



#M 2004-316251 



^--J : 126/ 



1^7 6] 



No 




R1 


R2 


XI 


R3.R4 


R17 


nrip 


NMR(CDC13 or DMS0-d6) 


ar-2-11 


a~2 






S 


H.H 


Et 


oil 


1 .28(3H.t. J=7.2Hz),2.23{3H,s).4.1 1(2H,sX4.24( 
OM n 1-7 ou-A A R1 (9V\ fi) 4 66(2H.s).6.60(1 H.d. 
J=8.4Hz)J.15(1Kdd,J=8.4.2.4Hz).7.22(1H.d,J= 
Z4Hz) J.77(2H.d. J=8,1 H2),796(2H,d, J=8.1 Hz) 


a-2-12 


Of -2 






S 


H.H 


Et 


oil 


1.29(3H.tJ=6.9Hz)^.23(3H.s).3.82(2H,s).4.10( 
2H,s).4.25(2H.q.J=6.9Hz),4.61(2H.s),e.60(lH,d, 
J=8.4Hz).7.tl- 

7.73(7Km)J.68(2H.d.J=8.1Hz)7.76(2H.d,J=8.1 
Hz) 


a~2-13 


a -2 






S 


H.H 


Et 


oil 


1.29(3H,t,J=7.2Hz;,Z.Z3wr1,s;,o.Mo^zn,s;,'*.^o\ 
2H.q,J=7.2Hz),4.60(2H.s),6.59(1 H,d,J=8.1 HzX7. 
07- 

7.28(7H^),7.70(2H,d.J=9.HzX8.22(2H,d,J=9.O 

Hz) 


a-2-14 


a-2 


Me 


1 


S 


H.H 


Et 


53-54 


1 .29torl»t>J— /,^nZ^,^-^'*V^ri»s^i^«^^v^»»»syt<».»3^v 
2H,s),4^6(2H.q,J=7.2Hz),4,61(ZH,s).6.61(1H.d, 
J=8.4Hz).7.17(lH,dd,J=8.4,2.4Hz).7.l9(1H.d,J= 

2.4Hz) 


Of-2-15 


a -2 






s 


H,H 


Et 


oil 


1 .29(3H.t.J=7.2Hz).2.25(3H,s).2.92- 
2.99(4ain).3-79(2H,s),4.26(2H,q.J=7.2H2),4.61( 
2H.s),6.61 (1 H,d. J=8.4Hz).7.09- 
7.26(7H^).7.70(4H,s) 


£r-2-ie 


Of -3 




OHC- 


s 


H.H 


tBu 


oil 


1.47(9H.sX2.24(3H,s),4.28C2H.sX4.51(2H,sX6.6 
0(lH.d.J=8.4Hz).7.18- 

7,24(2H,m).7.84(2H.d.J=8.7Hz),8.03(2HAJ=8.7 
Hz),10.10(1Kd.J=0.6Hz) 



[0 2 10] 



ttiiE#2 004-3122736 



mM 2004-316251 



^-v^ : 127/ 



m7 71 



X3 
R10 



No 



R1 R2 



XI R3.R4 



ff-2-17 a-2 



R9 



S H.H 



1 .23(3H,t J=7.2Hz).l .66(3H.cl. J=6. 
9Hz).2^2(3H^).4.02(2H.s).4^0(2 
H.q.J=7.7Hz),4.71(1 H,q.J=6.9Hz).6 
.79(2H.d.J=9.0Hz).7.33{2H,d.J=9.0 
Hz),7.74(2H ,d.J=8.1 Hz).7.82{2H.d. 
J=8.1Hz) 



NMR{CDCI3 or DMS0-d6) 



Et 

O^^CX)OEI 



cK-2-nB a-2 



s HH 



a -2-19 a-2 



Me 



FaC 



Of -2-20 Of -2 



Me 



0-2-21 a-2 



ff-2-22 a-2 



1 ,06(3H,t,J=7.2Hz).1 ,23(3atJ=7 
2Hz) 1 .93~ 

2,02(2H.niX2.22(3H.s).4.03(2H,s).4 

4.23(2H.m).4.51 (1 H,t J=6.3Hz).6.8 
0(2H.d.J=9.0HzX7.32{2H.d.J=9.0H 
zXS.1 3(2H.d.J=8.4Hz).7.82(2H.d. J 
=8.4Hz) 



X 



S KH 



0.97(3H,t.J=7.2Hz).1 .23(3H.t J=7. 
2Hz),1.48-1.57(2H.m),l.86- 
1.96(2H.m)^.22{3H.s).4.02(2H,s).4 
.19(2H.q.J=7.2HzX4.54- 
4,58(1 H.m),6.79(2H.d.J=9.0Hz).7.3 
2(2H.d.J=9.0Hz) J.74(2H.d.J=8.1 H 
z),7.81(2H.d,a=8.1Hz) 



oil 



^^COOEt 



S HjiPr 



0.90(3H.t, J=7.2Hz),1 .27(3H.t 0=7. 
2Hz) 1 55*- 

1 .62(2H.m).2.22(3H.sX2.59(2H.t, J 
=7.5Hz).4.02(2H.s).4.24(2H.aJ=7. 
2HzX4.61(2H,s),6.62(1 H,d.J=8.1 H 
z).7.17- 

7.22(2H.m).7.74(2H.d.J=8.3Hz)J.8 
1(2H.d,J=8.3Hz) 



Br 



Br 



S H.H 



^O^COOEI 



^O^COOEt 



1 .29(3H.t J=7.2Hz).2.24{3H.s).4.0 
2(2H.s),4.25(2H,q,J=7.2Hz).4.61(2 

H,s).6.61 (1 H.d.J=8.4Hz).7.1 9- 
7^6(2H.m).7.48(2H,d,J=9.0Hz).7.9 
8(2H,d.J=9.0Hz) 



1 .30(3H.tJ=7.2Hz).2.25(3H.s).4.O 
4(2H.sX4.25(2H.q.J=7.2HzX4.61(2 

H,s).6.62(1 H.d. J=8.4Hz)J.1 9- 
7.23(2H.mX7.77(2H,d.J=9.0Hz).8.1 

6{2H.d.J=9.0Hz) 



[0 2 11] 



{±ilE#2 004-3122736 



mm 2004-316251 



^-"J : 128/ 



1^7 81 




No \^^m 

a-3-1 a-3 Me ^ 


R2 Xlj 
=3C-^ S 


R3.R4|r17 
H.H Et 


mp 

oil 

' 105-107 


NMR(CDCI3 or DMSO db; 
n0(3KtT=7.2Hz),2.21(3H,s).2.40UH. 
s) 3.98C2Hs).4.26(2H.q.J=7.2H2).4.61 (2 
H.s).6.58(lH.ds>=B,4Hz).7.06- 
7.t2(2H.in).7.4l(2H<iJ=8.1Hz).7.68(2H 

.dJ=8.1Hz) 

2^5(3H.s).2.48(3H,s),3.78(3as)Abb(2" 
,d.J=8,4Hz) 


a-3-2 Of- 


3 Me f 




H.H Me 




3 r^*^ 




H.H Et 


oil 


1 28(3H.t.J=7.2Hz).2.21 (3H.s).3.94(2H. 

s)425(2KaJ=7.^^^^^^ 

IH d J=8.4Hz).6.90(l H,d.J=»0Hz).7.07- 

7.'l2(2am).7.43(3am).7.56(2H.s).7.72( 

j2H,dJ=8.4Hz) 

1 , ._t o o 1 /Qu g^ a QSf gH. 


a-3-4j a- 


-.Lq- 




1 HM jEt 


H.d.J=9.0H2).7.09(2H.m).7.51- 
-^H n29<3HXJ=7.2H2U.23(3Ks).3.B3(2Hr 


ff-3-5 ot 




IT" . 


> 1 U Li |p4- 


(1 H.d.J=8.4Hz)7.09-7.1 4<6H.m) J.7 1 - 


a-3-6l a 


-3 j 


Q— . 


el U U Ipi 


oil n 

s 

h 
If 


)4.24(2H.q.J=7.2Hz).4.56(2as).6.58(1 

id. J=8.4HzX7.23(3Km).7.41 - 

L42(2H.m).7.52- 
^55(2am).7.77(2H.dJ=9.0Hz). 

^ aof 2H.dJ=9.0Hz) - 


tf-3-7 a-3 FgC*^^ 




S H.H E 


1 

t 1 


Rf=0.34 CEtOAc:Mexane-l.3 


Of -3-8 1 


a-3 I 


S H.H E 


oii 1 

■t 


■l.29(3H.t. J=7.2 Hz). 2.2ZWM. s;. 
3 83(2H s). 4.15(2H. s), 4.25(2H. q. 
J=7.2 Hz). 4.61(2a sX 6-59^^1; iiou. 
J=7.8Hz). 7.09-7.12(2H. m>. 7.23(2H 
d J=8.lHz), 7.55<2H. d J=8.1H2). 
7.71(4H. s) 


a -3-9 






S H.H 


oil 

Et 


1.29(3KtJ=6.9H2).2.23(3H.sJ 3 
1 s).4.1 5(2H^).4.25(2H.q.J=7.2Hz).4.61(2 
H.s).6,60<1H,dJ=8.1Hz).6.99- 
7 1 4(5H.m).7.29-7.35(1 H.m).7.70- 
7.71(4H.m) 


a -3-101 


a-3 FaC"^*^ 




S H,H 


oU 

Et 

i 


1 29(3H.tJ=7.2Hz)Z23<3H.s),3.83UH 
s).4.1 4(2as),4.25(2H.q.J=7.2Hz).4.61 (2 
H.s).6£0(lH.d.J=8.4Hz),7.09- 
7.13(2Hin).7^9-7,53(4Hm).7J1(4H.s) 



10 2 121 



ttlfE# 2004-3122736 



mM 2004-316251 



^-v: 129/ 



1*7 91 




No 




R2 


XI 




mp 


NMRCCDOO or DMSO-d5) 


a-4-1 




nBuNHCH2- 


S 


OCH2COOtBu 


( 

i 


3.93(3h.tJ=7.5H2),1.33- 
l.60(13Km)^24(3H.s). 2.69 
:2H.tJ=6.9Hz). 

3.73(2H.s).4.1 2(2H.s).4.50(2H.s). 6.59 
:i H.d.J=8.4H2).7.1 5(1 Hdd.J=8.4.2.1 Hz). 
7.21(1 K d. J=2.1Hz).7.74(2H.d.J=8.1H2X 
8.04 (2H.d. J=8.lHz) 


a-4-2 


a -4 




S 


OCH2COOEt 




1^9(3Kt.J=7.2Hz).2.25(3H.s).2.44(4Km).3. 
54(2H.s).3.68(4H.m), 

4.1 9(2H.a^)=7.2Hz),4.1 9(2H.s).4.25(2H. q, 
J=7.2 Hz).4.61(2H.s).6.61 (1 H.d.J=8.4Hz), 
7.1 8(1 H. dd, J=8.4.2.1H2).7.22(1H.m), 
7.75(2H,d J=8.4Hz). 7.96(2H.d.J=8.4H2) 




ff-5 


-CH20Me 


s 


OCH2COOH 


105-107 


2.24(3Hs). 3.43(3H.s).4.1 2{2H.s). 
4.46(2H.s).4.66 (2H,s). 6.65(1 H.d. 
J=B.5H2).7.1 8-7.24(2H.m).7.76(2H. 
d.J=8.7H2)J.8B(2H.d.J=8.7H2) 




flf-e 


Me 


CH2CO 


OCH2COOMe 


133-134 


2.26(3H.s).2.33(3H.s).3.08(2H,tvl=7.5H2).3. 

50(2H,tJ=7.5Hz).6.72(lH.dJ=9.0H2)).7.72- 

7.87(6Hjn). 


ff -6-4-1 


Of -6 


Me 


CH2CO 


OCH2COOH 


191-194 


2.27(3H.s).2.34(3H.s).3.08(2H.tJ=7,2Hz).3. 
^(\(9\4 1 .1=7 2Ht) 4 72(2Ks) 6 77(1 RdJ=9. 
0H2).7.73-7.B8(6H,m). 


a-7-2-1 


a-7 


Me 


s 


CM2Cf=NH)NHOH 




MS m/e 452 (MH+) 


Of -7-2-2 


a-7 


Me 


o 


CH2C(=NH)NHOH 


1 5>^— 1 D*» 


0 *l9ffiH ti^ 42(2H 5 1 7(2H s) 6 8- 
6.90(2Hm).7.1 4(1 H.d.J=7.8HzX7.75(2Hd.J 
=8.1 H2),7.84(2ad.J=8.1 Hz) 
MS m/o 420 (MH+) 


a-7-3-1 


Of -7 


Me 


s 


H 


203- 
204.5 


2.29(3H,s).2.31 (3H,s). 
3.83(2H.s).4.06(2H.s).7.1 1 -7.22(3H^), 
7.76(2H.d.J=8.6Hz).7.82 (2H, d.J=8.6 Hz) 


a-7-3-2 


at -7 


Me 


o 




190-192 


2.33(6H.s).3.80(2H,s),5.18(2Hs),6.86(2H^) 
.7.1 5(1 H.d. J=8.1 Hz).7.77(2H.d.J=8.7H2).7.8 

7(2H,d,J=8,7Hz) 


a-7-3-3 


Of -7 


Me 


s 




156.5- 
158.5 


2.18(3H.s).2.28(3H,s).4.01(2H.s)A97(2H,s). 
6.75(1 H.d. J=8.4H2),7.1 9- 
7.21(2H.m),7.74(2Rd.J=8.4Hz).7.80(2H.d.J 
=8.4Hz).9.93(1 H.br) 


ff-7-3-4 


a-7 


Me 


o 




163-165 


2.24(3as).2.32(3H.s).4.96(2H.s).5.14(2H,s). 
6.80- 

6.88(3H,in).7.75(2H.dJ=8.6H2).7.84(2Hd.J 
=8.6H2) 


a-7-4-1 


a -7 


Me 


o 




" 166.5- 
168.5 


2.32(3Ks). 2.34(3H,s). 
3.68(2H,s)A1 8(2H.s),5.1 9(2H^).6.87- 
6.90(2H. m).7.12(lH.d. J=8.1Hz), 7.24 
(1H.br).7.75(2H.d.J=8,4H2). 7.85(2H. d. 
J=8.4Hz) 



[0 2 131 



{±iiE# 2004-3122736 



#M 2004-316251 



^--J : 130/ 



[^8 01 




No 




Rt 


R2 ) 


(1 


R3,R4 


mp 


NMR(CDCI3 or DMSO-d6) 


/S-1-3 




-.^ 


Me 


S 


H.H 1 


29-131 5 

i 


i.24(3H,s),2.25(3H.s)A04(2H.s).4.67(2H. 

0.6,65(1 H.d,J=8.1 H2).7.1 8- 
r23(2H,mX7.74(2H,d.J=8.1Hz).7.82(2H,d 

J=8,1H2) 








Me 


0 


H,H 


136-138 J 


L28(3Ks).2.31(3H,s)4.62(2H,s),5.13(2H. 
5),6.71 (1 H.d, J=9.0).6.80(1 H,dd,J=9.a2.7 
H2).6.87(1 H.d,J=2.7Hz) J.75(2H.d,J=8.1 H 
2),7.84(2H,d,J=a.1Hz) 


^-1-6 


jS-l 




Me 


s 


H.H 


134-136 


1 .88(3H,s)2.1 5(3H^).3.24- 
3.27(4H,m).3.67(4H.tJ=4.8HzX3.94(2H.s) 

.4.69(2Ks).6.77(1 Hd,J=8.4Hz)7.1 5- 


^-1-7 






Me 


o 


H,H 


126-127 


1 .94(3Ks)2.1 7(3H,s).3^8- 
3.32(4H.m),3.67- 

3.70(4H.m),4.61{2H.s).4.90(2Hs),6.72- 

A fiRr^H rni'\ 2 89(1 H brs) 








Me 


s 


H,H 


157-159 


2.21(3H.s).2.24(3H.s).4.02(2H.s).4.66C2H. 
s).6.65(1H,d,J=8.4Hz),7.20(lKdd,J=8A2 
.4Hz) J.22(1 Km) J46(2H,d,J=9.0H2).7.63 
(2H,d.J=9.0Hz) 




iS-l 




Ck 


s 


H,H 


131-132 


2.22(3H.s).3.93(3H.s),4.66(2H.s)6.62(1H, 
d, J=9.0Hz).7- 1 4-7.1 6(2H.nriX7.27- 
7.33{5H^)J.42-7.45(4H.m) 


10 








s 


H.H 


131-133 


' 2.22(3H^).3.93(3H.s),4.67(2H^)6.62(ia 
d, J=8.1 Hz),7.1 0-7.1 4(2H,m),7.30- 
7.47(6H,m),7.70(2H,d,J=8.1Hz) 




^-1 




Me 


0 


Me.Me 


115-116 


■ 1 .76(6H.s),i20(3H,s),2.37(3H^),a78(3H, 
sX4.56(2H.sX6.49-6.50(2H.mX 
6,67(lH.m).7.75(2H,dJ=8.1Hz).7.84{2H.d, 
J=8.1H2) 



[0 2 14] 



aiSE# 2004-3122736 



2004-316251 



^--J: 131/ 



[^8 11 



No - 




R1 


R2 : 




R3,R4 


mp 


NMR(CDC13 or DMSO-do; 


^-1-12 


5-1 




Me 


s 


H.Et 1 


1 
5 

15-117 


.07(3H,t.J=7.5Hz),1.98-2.16(2H.m), 
L20(3H.s).2.29(3H,s).4.O4(1H.tJ=7.5Hz) 
4.65(2H.s),6.61(1H.d,J=8.1Hz). 7.10- 
M4(2H,m), 

r.74(2H,dJ=8.4H2),7.81(2H,d.J=:8,4H2) 


/5-1-13 


5-1 




Me 


s 


i;-F-C6H4 


10-112 


>.29(3Ks).2^0(3H,s).4.67(2H.sX5.29(1H 
s),6.59(1H,d,J=8.4Hz), 6.96- 
7.15(4H,m),7.32- 

7-37(2H.m)J.73(2H.dJ=8.4Hz)7.79(2H.d 
J=8.4H2) 


^-1-14 


5-1 






s 


H,H 


1 «»o— 1 


2.23(3H.s).4.11(2H,sX4.66(2H.d.J=3.6),3. 
34C1 H.br.s),6.64(l H.d, J=8.4Hz) J.l 6- 

d.J-8.4Hz) 


^-1-15 


5-1 






s 


H.H 


105-107 


2.24(3H,sX3.43(3H.s).4.12(2Ks).4.46(2H 
,s).4.66(2H,s),6.65(1 H.d, J=8.5Hz),7.1 8- 
7.24(2H.m).7.76(2HAJ=8.7Hz),7.88(2H, 

d.J=8-7Hz) 


^-1-18 


5-1 






s 




oil 

183-186 
(as HCIsalt) 


2.23(3H,sX2.49(4H,m).3.62<2H.s).3.69(4 
H,m).4.1 8(2H,s),4.64(2H.s),8.65(l Kd. J= 
9.0Hz).7.18- 

7.21(2H,m),7.74(2H.d.J=7.8Hz)J90(2H.d 
.J=7.8Hz) 


^-1-17 


5-1 






s 




138-139 


2.23(3H.s).3.B3(2H,s),4.12(2Hs),4.66(2H 
,sX6.64(1H,d,J=9.0Hz) J.I 1- 
7.16(2Km)J-24- 

7.31<m.5H)J.08(2H.d,J=8.4Hz),7.76(2H, 
d,J=8.4H2) 


^-1-18 


5-1 






s 


H.H 


123-124 


2.23(3H.s).3.97(2H,s),4.67(2H,s).6.63(lH 
.d, J=8.1 H2),7.08-7.26(7H,m). 
7.70(2H.d,J=B.4Hz),8 22(2H,d,J=8.4Hz) 


5-1-19 


5-1 


Me 


I 


s 


H.H 


126-127 


9 OLi'KW 9 44^3H 3 92(2Rs) 4.66(2H 
,sX6.64(1H.d,J=8.1Hz).7.18(2H,dd.J=8.1, 
1 .8H2).7,22(2H.d, J=1 .8Hz) 


/3-1-20 


5-1 


Me 




s 


H.H 


on 


2.2 1 (3H.s),2.40(3H,s),3.98(2H,s).4.66(2H 

.s).6.60(l H.d. J=8.1 Hz).7.08- 

7.1 2(2H.m) J.42(2H.d,J=8.1 H2)J.68(2H. 

d.J=8.1Hz) 


5-1-21 


5-1 


Me 


jy 


0 


H.H 


153-154 


2.25(3H.s).2.49(3H,s).4.62(2H,s),5.02(2H 
,sX6,65— 

'6.73(3H,m).7.50(2H,d,J=8.4H2)J.68(2H. 
d.J=8.4H2) 


5-1-25 


. 5-1 






s 


H.H 


136.5-137.5 


2.22(3H.s),3.95(2KsX4.67(2H.S),6.62(1 
H,d,J=8.1Hz).7.11- 

7.14(2HmX7.47(2H,d.J=8.4Hz).7.60(4H, 
s),7.72(2H.d,J=8.4Hz) 


5-1-2; 


J 5-1 


jy 




s 




128-129.5 


2.22(3H.s),3,95(2H.s),4.67(2H.s),6.62(1H 

,d,J=9.0Hz).7.13-7.15(2Hm),7.50- 

7.74(8H,m) 



[0 2 151 



mfE# 2004-3122736 



#M2 004-316251 



1*8 2] 



No 




R1 


R2 


XI 


R3.R4 


mp 


NMR(CDC13 or DMS0-d6) 


i8-1-24 


5-1 1 


^^^^ 


,jy^ 


s 


H.H 


135-136 


2,23(3H.s).3.84(2H,s).4.12C2H.sJ.4.e7lZH 
s),6.64(1 H,d,J=9.0Hz).7.1 1 - 
7.1 4(6H.m),7.71-7.72(4H.m) 


jS-1-25 


5-1 






s 


H.H 


196-197.5 


2.19(3H.s),4.13(2H,s).4.55(2H,s),6.63(1H 
,d,J=8.4Hz)7.28(2H,m), 7.41- 
7-43(3H,s),7.53(2H.sX7.79(2H,d,J=8.4Hz 

).8.31(2H,d,J=8.4Hz) 


^-1-26 


5-1 






s 


H.H 


137-138 


2.22(3H,s),3.87(2H,s).4.16(2H,sX4.65(2H 

.s),6.63(1H.d.J=9.0Hz),7.14- 

7.21(4H.mX7.34- 

7.56(7H,m).7.70(2H,d.J=8.1Hz)J.78(2H. 
d,J=8.1Hz) 


5-1-27 


5-1 




BuNHCH2- 


s 


H.H 


177-178 


0.84(3h.U=7.2Hz).1,22- 
1.45(4KmX2.14(3H,s). 2.56 
(2H,t,J=7.2Hz). 

3.72(2H.s),4.27(2H,s),4.63(2H.s), 
6.76(1 H,d,J=8.4Hz) J.I 5-7.23(2Hm), 
7.91(2H,d,J=8.4H2). 8.08(2H.d,J=8.4Hz) 


5-1-28 


5-1 






s 


H.H 


150-152 


2.24(3H.s).2.93- 

2.30C4H,m).3.79(2H,s)A67(2H^).6.65(1 

H.d.J=8.1Hz)J.09- 

7.29(7H^X7.70(4H,s) 


5-1-29 


5-1 






s 


H.H 


141.5-142.5 


2.23(3H.s),3.84(2Ks),4.12(2H,s)A67(2H 
,s),6.64(1 H,d,J=9.0Hz).7.1 1- 
7.13(2H.m)J.24(2H,d.J=8.7H2)J.56(2H. 
d,J=8.7Hz).7.71(4Ks) 


5-1-30 


5-1 


..jy 


FaP<3 


s 


H.H 


130-132 


2.23(3H,s),3.85(2H.s),4.13(2H,s),4.67(2H 

,s),6.64(1H.d.J=9.6Hz),6.99- 

7.1 5(5H.m) ,7-30-7.35(1 H,m),7.71(4H.s) 


5-1-31 


5-1 






s 


H.H 


127-128.5 


2.23(3H.s).3.84(2H,s),3.84(2H,s)Ae7(2H 
,sX6.63(1lid.J=8.4Hz),7.1 1- 
7.14(2H.m),7.27-7.53(4H,m).7.71(4H,s) 



[0 2 16] 



tfciSE# 2004-31227 



#M 2004-316251 



^--y : 133/ 



No 




R1 


R2 


XI 


R6 




mp 


NMR(CDCI3 or DMS0-d6) 




R -1 




Me 


S 


H 


Me 

■^O'^COOH 


121-122 


1 .65(3H.d.J=6.9H2),2.24(3H.s).4.0 
3(2Hs),4.77(1 H.q.vl=6.9H2).6.82(2 
H.d.J=9.0Hz),7.34(2H.d,J=9.0Hz).7 
.74(2H.d. J=8.4Hz),7 .81 (2H,d, J-8,4 

Hz) 


^-1-33 






Me 


S 


H 


Et 

^O^COOH 


116-118 


1.09(3H,t.J-7.5Hz),l,99 

2.04(2H.in).2.24(3H.s).4.03(2H.s).4 

.56- 

4.60(iam).6.82(2H.d.J=8.7Hz).7.3 
z).7.81(2H.dJ=8.5Hz) 


^-1-34 






Me 


S 


H 


X 


75.5- 
77.5 


0.97(3H.t.J=7.2Hz).1.50- 
1.60(2H.m).1.91- 

9 Q0f2H m) 2 24{3H s).4.03(2H^).4 

^.uvxfcfivii iy*>B*^~v^' •i»/t^»*'*'^"*" • 

.61- 

4.65(1 H,m).6,82(2H.d,J=8.7Hz).7.3 
5(2H.d.J=8.7Hz).7.73(2H.d.J=8.7H 
z).7.B1(2H.d.8.7H2) 


i3-l-35 






Me 


S 


nPr 


^(X^COOH 


85-87 


0.89(3H.t.J=7.2Hz).1.51- 

1 ,63(2H,m).2.24(3H.s).2.58(2at.J 

=7,2H2),4.03(2H^X4.66(2H,m).6,7 

0(1Kd.J=8.4Hz),7.17- 

7.24(2H.m).7.74(2Kd.J=8.6H2).7.8 

1(2H.dJ=8.6Hz) 


iS-1-3f 


^-1 




Br 


S 


H 


/CX^COOH 


150-151 


2.24(3H.s).4.03(2H.s),4.66(2H,s).6. 
65(1 H.d.J=8.4Hz).7.21-7.26 
(2H.m). 7.47 (2H.d.J=8.7H2). 
7.97(2H.d.J=8.7Hz) 



[0 2 17] 



[*8 3] 



mmm^ 2004-3122736 



S^m 2004-316251 



^--J : 134/ 



[^8 41 




No 




Rl 


R2 


XI 


R3,R4 


R5 


R6 


R7 


R8 


R17 


mp 1 


>JMR(CDCI3 or DMSO-d6) 


a -8-1 


or -8 

1 




Me 


0 


KH 


H 


H 


H 


H 


DPM 




2.32(3Hs). 5.23(2Ks). 
5.45(1 Kd.J=l 5.9Hz), 7.01 (1 KsX 
7.05(2Hd.J=9.0H2). 7.20-7.40(1 OH.m), 
7.51(2Hd.J=8.7H2). 7.71(1 Hd,J=1 S.BHz). 
7.75(2Hd.J=8.7H2). 7.84(2Kd.J=8.7Hz) 


a -8-2 


a -8 




Me 


O 




DMe 


H 


H 


H 


DPM 




2.34(3H.S).3,01 (3H.s).5.20(2H.s). 

B,45(1H.d,J=15.9Hz). 7.00- 

7,41(1 3Km). 7.02(1 Ks). 

7.69(1 H.d.J=15.9H2). 7.74(2Hd.J=a.7H2). 

7,83(2H.d.J=8.7Hz) 


a -8-3 


a -8 




C02Me 


O 


H.H 


H 


H 


H 


H 


DPM 




3.B1(3H,s).5.41 (2H.s).6.46(1 H.d.J=1 6.2Hz 
).7.02- 

7.42(1 4Km).7.52(t H.d.J=8.7H2).7.72(1 H, 
d.J=1 6.2HzX7.78(2H.d.a=8.4H2).a09(2K 
d.J=8.4Hz) 


a -8-4 


or -8 




OCH2CF 
3 


O 


H.H 


H 


H 


H 


H 


Me 




4.44(2Kq.J=7.8H2). 5.27(2Ks), 

6.47(1 H.d.J=16.2Hz). 

7.01(1 H.s)7.04(2H.d.J=a.7Hz). 7.24- 

7.44(10Km).7.53(2H.d.J=9Hz), 

7.71(1 H.d.J=15.9Hz). 

7.77(2H.d.J=8.4H2X8.03(2H.d.J=8.4Hz) 


Of -8-5 


a-B 




CH20C 
H3 


O 


H.H 


H 


H 


H 


H 


DPM 




3.42(3Ks).4.50(2H.s).5.29(2H.s).6.46(lH. 
d.J=1 6.2Hz).7.01 -7,06(2Hm),7.26- 
7.41 (1 2Hm).7.52(1 H.d.J=8.7Hz).7.71 (1 H 
d.J=16.2H2).7.78(2H.d.J=B.4Hz)7.93(2K 
d.J=8.4Hz). 


a -8-6 


Of -8 




H 


0 


H. 
4-F- 
C6H4 


H 


H 


H 


H 


DPM 




6.40(1 H.d^=1 5.9Hz).6.51(1 H^).a62(l H.s 

).7.00-7.13(5Hm).7.2a- 

7.39(1 0Km),7-45- 

7.55(4H.m).7.67(1 H.d,J=1 5.9Hz),7.70(2K 
d.J=8.7H2).7.85(2Hd,J=8.7Hz) 


a -8-7 


tf-B 




C02Me 


0 


HH 


H 


Me 


H 


H 


tBu 




1 .54(9H.S).2.43(3H.S).3.81 (3HS).5.38(2H 
.sX6.22(1 H.d.J=1 5.9Hz).6.83- 
D.9HZH.mA /.04U n.d.u— y.onzy, /. io\cr\,u, 
J=8.1 Hz).7.83(l Hd. J=1 5.9Hz).8.09(2Kd, 
J=8.lHz) 


Of-8-8 


«-8 




CH20C 
H3 


O 


H.H 


H 


Me 


H 


H 


Me 




a44(3HS),3.42(3H.S).3.80(3KS)A50(2H 
,s).5.27(2H^).8.28(l Hd J=1 5.9Hz),6.85- 
6.93(2H^X7.53aH,d.J=8.4Hz).7.74(2Kd. 
J=8.7Hz).7.92(2Kd.J=l 5.9H2).7.93(1 Hd. 
J=8,7Hz) 


a -8-9 


a -8 


..-or 


H 


0 


H, 
4-F- 
C6H4 


H 


Me 


H 


H 


Me 




Z40(3H.S).3.79(3HS),6.25(lHd.J=16.6H 
z).6.50( 1 H.S).6.62(1 H.S).6.83- 
6.90(2H^).7.06-7.1 5(2H.m),7.46- 
7.56(3H.mX7.70(2H.d.J=a.4Hz).7.83- 
|7.92(3Hm) 



[0 2 18] 



ffiiE# 2004-3122736 



ms 51 



S^m 2004-316251 



^-v: 135/ 



No 




R1 


R2 


Kt 1 


=13.R4 


R5 1 R6 R7 


|R8 R17 


mp N 


MR(CDCI3 or DMSOdS) 


a -8-10 


a -8 

F 




Me 


O 


H.H 


H Me H 


H Me 


2 

,\ 
6 

J 


,32(3HS).2.44(3H.SX3.a0(3HS).5.21(2H 
«^ R 9RM H d J=:15 9Hz) 6.84— 
.92(2Hm)7.54(lH.d.J=8.4Hz).7.75(2Hd. 
=:a4Hz).7.84(2Hd.J=a.4Hz).7.9l(1Hd.J 

:15.9H2) 


a-8-11 


a -8 

f 


( 


:5H20Et 


O 


HH C 


>Me H H 


H Me 


I 
c 

1 


.26(3H.t.J=6.9H2),3.58(2H.q.J=B.9H2X3. 
IO(3Hs).4.60(2Hs).5.35(2Hs).6.45(1Hd. 
[= 1 0.9H2^, /.U A ■ H,s;. /.UO 
M3(3H.m).7.27- 

r.42(10HmX7.69(lHd.J=15.9Hz).7.77(2 
H.d.J=B.4H2).7.94(1 Hd.J=8.1 Hz) 


a -8-1 2 


a -8 




CH20Et 


o 


KH 


H Me H 


H Me 




J=6.9Hz),3.B0(3HsX4^(2H.s).5^7(2H8 

».6.28(1 Kd.J=15.9Hz).6.87- 

S.91 (2Kin)J.54(l Hd.J=8.1 H2).7.77(2Hd. 

WD jii-i->\-i aoMul /4 1-1 R QH7^ 7 93f2H.d 
J=8.4lHz) 


Of -9-1 


a -9 




CH20C 
H3 


s 


HH 


H H H 


H Me 




3.44(3Hs).3.80(3H.s),4.29(2Hs).4.51(2H 
s).6.40(1 Hd.J=l 5.9Hz).7.40- 
7.47(4H.m).7.63(l H.d.J=l 5.9Hz),7.76(2H 


«-9-2 


«-9 




Me 


s 


HH 


OCF H h 
3 


n H Me 




2.31 (3H,s).3.81 (3H.s).41 t(2Hs).6.41(l H 
d.J=15.9Hz).7.34- 

7.60(4H.m).7.74(2Hd.J=8.4Hz).7.81(2Hd. 

J=8.4Hz) 


a -9-3 


a-9 




M 


s 


H 
4-F- 
C6H4 


H Mb V 


\\w Me 




2.35(3HS),3.80C3H,S;,5.o8U nLo;.o.oi v i n 
,d.J=1 5.9Hz).6.70(1 HS),7,01 - 
7.1 0(2H.m).7. 1 2-7. 1 8(2H^).7.39- 
7.48(3H.m).7.7U2H.d.J=8.4Hz).7.86(2Hd. 
J=8.4H2)7.86(1 Hd.J=l 5.9Hz) 


a -9-4 


a -9 




Me 


s 


H.H 


H Me 1 


hi H Me 




2.29C3HS),2-4l (3Ko;.3*o1 Von,t>;.4. i yv^rn 
.s).6.33(1 Hd.J=15.9Hz).7.22- 
7.28(2Km).7.49(1 Hd.J=9.0Hz).7.74(1 Hd. 
J=a4Hz).7.82(2Hd,J=8.4Hz).7.90(2Hd.J 

=1 5.9Hz) 


a -9-5 


a-9 




CH20M 
e 


s 


H.H 


H Me 


H H Me 




2.41 (3H.S).3.44(3H.SX3.81 (3Hs).4.28(2H 
,s).4.50(2Hs).6.33(1 Hd.J=1 5.9Hz),7.24- 
7.26(2H.m).7-49(lHd.J=9.0H2)7.76(2Hd. 

t—a ALJ-\ -f attfoU A 1— Q AM?) 7 Sfif 1 H d^ 
J=9.0H2/,7.80VZn,a,u=Sf.uriZ/,/ .ouv^i ruu.v* 

=15.9Hz) 


«-9-6 


Of -9 


FgC ^ 


H 


s 


H 
4-F- 
C6H4 


H H 


H H Me 




3.79(3H.s).6.38(2H,d,J=l 6.2Hz).ae9(1 Hs 
).7.O2-7,08(2Hm).7.31- 
7.40C6H.m).7.60(1 H.d.J=1 6.2H2) J-71 (2H 
d.J=8.4Hz).7.86(2Hd.J=a.4Hz) 


a -9-7 


a -9 




Me 


s 


HH 


F H 


H H Me 




2.31(3Hs).3.8l(3H.s).4.1 9(2Hs).6.41(l K 
d. J=1 5.9Hz).7.22-7,27(2H.m).7-45- 
7.50(1 Hm).7.59(1 Hd.J=l 5.9Hz),7.75(2H 
d.J=8.4HzX7.82(2Hd.J=8.4H2) 




Of -9 




Me 


s 


HH 


OMe H 


H H Me 




2.28(3K8).3.73(3Hs).3.87(3K8)A35(2H. 
sX6.71(1 KdJ=15.9Hz).7.29- 
7.47(3Hm).7.63(l H4J=1 5.BHz>JM- 
7.97(4H.m) 



10 2 191 
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ms 6 1 



No 




R1 


R2 


XI 


R3.R4 


R5 


R6 


R7 


R8 


R17 


mp 


NMRCCDCI3 or DMSO-do; 


a -9-9 


a -9 




CF3 


s 


KH 


H 


Me 


H 


H 


Me 




2,41(3H.S).3.80(3H.sX4.27(2Ks),6.34(lH. 
d.J=15.9Hz).7.25-7.28(2H.m).7.48- 
7.51 (1 H.d,J=8.7Hz).7.7a(2H.d. J=8.4He).7. 
B5(2Hd.J=a.4H2).7.90(1 H.d,J=1 5.9H2) 


a-9-10 


«-9 




CH20Et 


s 


KH 


H 


Me 


H 


H 


Me 




1 .27(3H.t. J=6.9HzX^41 (3H.S).3.60(2H,q. 
J=6.9Hz).3.80(3H,8).4.28(2H.s).4.55(2H.s 
).6.33(1 H.d^=1 5.6HzX7.23- 
7.26(2H.m),7-47- 

7.50(1H,ni),7-75(2H.d.J=8.4HzX7.86(2Kd 
J=8.4HzX7.90(1 H.d.J=1 5.6H2) 


a -9-11 


a-B 




Me 


s 


H.H 


H 


O 
Me 


H 


H 


Me 




2.30(3HS).3.79(3H.sX3.89(3HsX4.2lC2K 
sX6.49(1 H.d,J=1 6.2HzX6.95- 
6.99(2H,mX7.41 (1 Hd.J=8.4Hz).7.74(2Kd. 
J=a7HzX7.82(2Kd.J=8.7H2).7.90(1Kd.J 
=16.2Hz) 


a-9-12 


0-9 




Me 


s 


KH 


OEt 


H 


H 


H 


Me 




1.50(3KtJ=7.2H2)^31(3KsXa81(3HsX 
4. 1 6(3Kq. J=7.2HzX4.1 9<2H.sXa39(1 Kd. 
J=l 5.9HzX6.97(l Kd.J=l ^HzX7.08(l Hd 
d. J=l .2Hz.9.0HzX7.42(1 Kd. J=9.0HzX7.6 
2(1 H.d.J=1 5.9Hz).7.73(2Kd^=a4H2X7.8 
1(2H.d.J=8.4Hz) 




a -9 


FaC^ 


Me 


s 


H.H 


OMe 


H 


Br 


H 


Me 




2.35(3H.s).3.8 1 (3Hfi).3.92(3KsX4. 1 1 (2K 
sX6.41(1 H.d.J=1 5.9HzX6.93(1 H.d, J=1.5H 
zX7.36(1 H.d.J=1 .5HzX7.54(1 Kd. J=l 5.9H 
z).7.73(2Kd,J=8.4HzX7.79(2H.d.J=8.4H2) 


a-9-14 


a -9 




Me 


s 


H,H 


H 


O 
Me 


H 


O 
Me 


Me 




2.31(3KSX3.78(3KsX3.88(6H.sX4.23(2H, 
sX e.62(2KsX6.82(1Kd.J=16.2HzX 
7.74(2H.d.J=8.4HzX 

7.81(2H.d,J=a4HzX8.04(1 H.d,J=:1 6.2H2X 


a -9-1 5 


a -9 




Me 


s 


H.H 


OEt 


H 


Br 


H 


Me 




1 .52(3Kt; J=7.2HzXa35<3H.sX3,09(3H,sX 
4. 1 5(2KsX4.1 4(2H^.J=7.2HzX6^9(1 H.d, 
J=l 6.2Hz).6,92(1 Kd,J=1 .8HzX7.33(1 Kd. 
J=1 .8HzX7.52(l Kd.J=1 5.9HzX7.73(2Hd. 
J=8.4Hz).7.79(2H.d,J=8.4Hz) 


a -9-1 6 


a -9 




Me 


s 


HH 


Br 


H 


Br 


H 


Me 




2.34(3H,SX3.81 (3KsX4.1 6(2KsX6.42(1 H. 
d. J=1 5.9H2X7,48(1 H.d.J=1 5.9HzX7.72- 
7.76(4H^X7.80(2Kd,J=B.7Hz) 


a-9-17 


a -9 




H 


s 


H.H 


H 


Me 


H 


H 


Me 




2,39(3H.sX3.80(3H,SX4.1 9(2KsX6.32(1 K 
d,J=1 5.9HzX6.52(l KsX?.! 7- 
7,20(2H.mX7,40- 

7.45(3H.mX7.67(2Kd.J=8.4Hz).7.89(1 Kd. 
J=15.9Hz) 


a -9-1 8 


a -9 




H 


s 


KH 


OMe 


H 


H 


H 


Me 




3.80(3KsX3.93(3KSX4.1 8(2H.sX6.39(1 H. 
d. J=1 5.9HzX6.54(1 H.sX7.07(1 Kdd.J=7.8. 
1 .5HzX7.32(1 Kd. J=8.1 H2X7.40- 
7.43(2KmX7.62(1 Kd.J=1 5.9H2).7.64- 
7.67(2Km) 


a -9-1 9 


a -9 




H 


s 


KH 


H 


Me 


H 


H 


Me 




2.40(3H,s).3.80(3Ks).4.2U2Ks).6.32(1 K 
d,J=:1 5.9HzX6.63(1 KsX7.1 8- 
7.20(2KniX7.47(l Kd.J=8JHz).7.7U2Kd. 
J=8.4HzX7.87(2H,d.J=a4H2),7.89(1 Kd.J 
=15.9H2) 
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R2 
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R5 f 
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IMRCCDCO or DMSO-d6) 


a -9-20 
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H.H C 


)Me 
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H 


Me 


3 
d 
z 


.BO(3H,s>,3,93(3H.s).4.20(2H^).6J9(1H. 
.J=1 5.9Hz).6.64Cl H.s).6.97vl H,d,J-i^H 
).7.07(1 H.dd. J=1 .5HZ.8.1 Hz).7;J2{1 H.d. J 
8.lHz).7.62(1H.d,J=15,9H2),7^0(2ad.J 
:8JH2),7.84(2H.d,J=8.lHz) 




1 




CH20Et 


S 


H.H ( 




H 


H 


H. 


Me 


1 
£ 
i 

\ 
1 


^7(3H,t. J=7.2H2).3.61 (2H.q,J=7^Hz).3. 
M(3H.s).3.93(3H.s).4.27(2H.s)A57(2H.s). 
i.40(1 H.d J=1 5.9Hz).6.98(1 H.d. J=1 .5Hz), 
?.09(1 H.dd.J=7.8.1 .5H2).7.43(1 H,d.a=7.8 
Hz),7.63Cl Kd. J=1 5.9HzX7.75(2H.d.J=8.t 
Hz).7.86(1H.d.J=8,1Hz) 


ff-9-22 


Of-9 




Me 


S 


H.H 


DMe 


H 


H 


Me 


Me 




2,30(3H,s).2.36(3H.s),3.82(3H,s).3.90(3H. 
s).4.1 7(2H.s).6.34(1 Kd.J=l 5.9Hz).7.00(1 
H.s).7.25(1 H.s).7.72-7.93(5H.m) 


a-9-23 


Of -9 


FaC^ 


CH20Me 


S 


H.H 


OMe 


H 


H 


H 


Me 




3.44<3H.s).3.81(3H.s).3.93(3H.sX4^6(2H. 
s).4.52(2Hs).6.41 (1 H,d,J=1 6.4Hz).6.98(l 
H.d,J=l .8Hz).7.09(l H.dd.J=1 .8Hz.8.1 Hz), 
7.43(1 H.d.J=8.1 Hz),7.63(1H.d.J=15.9Hz). 
7,75(2H,d.J=8.7Hz).7.86(ZH.d.J=8.7H2) 


a-9-24 


a-9 




Me 


S 


H.H 


CI 


H 


H 


H 


Me 




2.32(3H,s).3.81 (3H.s).4.23C2H.sX6.40Cl H. 
d, J=1 6.8Hz),7.37-7.41 (1 H.in).7.52- 
7.60(3H.mX7,74(2H.d.J=8.4Hz).7.Bl(2H.d. 

J=8.4Hz) 


a-10-2 
-2 


a-10 


FaC^ 


Me 


S 


H.H 


H 


H 


H 


H 


Me 




2.29(3H,sX3.80(3H^),4.1 9(2H.sX6.40(1 H. 
d,J=1 5.9Hz).7.40-7.84(9H^) 


ar-10-2 
- 1 


Qf-10 


FaC-^ 


Me 


O 


H.H 


F 


H 


H 


H 


Me 




2.35(3H.sX3.0O(3H.sX5,31(2H.sX 
6.31(lH,d.J=15.9Hz)J,10- 
7,34(3H.m).7.59(1 H.d j=1 5.9HzX7,76(2H,d 
. J=8.1 HzX7.84(2H,d. J=8.1 Hz) 


a-10-2 

~o 


a-10 




Me 


0 


H.H 


F 


H 


F 


H 


Me 




2.41 <3H.s).3.81 (3H.s).5,32(2H.s).6.34(l H. 
d. J=1 5.9HzX7.083(2H.dj=87Hz).7.52(1 H, 
d, J=1 5.9H2X7.76C2H.d.a=8,4Hz).7.86C2H, 
d.J=8.4Hz) 


Of -10-2 
-4 


or-lO 




Me 


S 


H.H 


CF3 


H 


H 


H 


Me 




2,31 (3H,s).3.81 6(3H.s).4.247(2H.sX6.4 
63(1 H.d.J=1 5.9Hz).7.60-7.80(8H^) 


ff-10-2 
-5 


or -10 




Me 


s 


HH 


H 


CF 
3 


H 


H 


Me 




2.3 1 (3H,sX3.82(3H.s).4.22(2H.s).6.39(1 H, 
d.J=15.9Hz)7.5B- 

8.06(4H.mX7.74(2HAJ=8.7H2)7.82(2ad. 
J=8.7Hz) 


a-X-1 






CF3 


s 


H.H 


OM( 


> H 


H 


H 


Me 




3.81 (3H.sX3.93(3H.s).455(2H.sX6.41 (1 H, 
d. J=1 5.9H2)).6.91 (1 H.d.J=l .5HzX7.07(l H 
,dd.J=7.8Hz.1.5HzX7.41(1H.d.J^=7.8Hz).7. 
63(1 H.d,J=l 5.9Hz).7.77(2H.d J=8.1 Hz).7. 
83(2H.d.J=8.1Hz) 


a-X-2 






CH20CH 
CF3 


I s 


KH 


0M< 


2 H 


H 




Me 




3.8U3H^X3.92(3H.s>.3.96(2H,q.J=8.4H2). 
4^5(2Ks),4.77(2Ks).6.40(1H,d.J=15.6Hz 
)).6.98(lH,d.J=1 .8Hz).7.08(mdd.J=7^H 
z.1.8H2).7.40(1H.d.J=7.8H2).7.62(1Hd.J= 

15.6Hz),7.76(2H.dJ=8.4Hz).7.85(2H.d.J= 
8.4H2) 
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R2 


XI 


R3.R4 


R5 r 


76 F 


\1 F 


R8 


R17 


Mp N 


IMR(CDC13 or DMS0-d6) 


Of-X-3 
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C 


)H20(CH 
2)20Me 


S 


H C 


)Me 


H 


H 


H 


Me 


3 
3 

1 

) 
) 


.39(3H.s).3.57-3.60(2H.nf0.3.69- 
.72(2H^).3.8t(3H^),352(3H^X428(2H 
5).4»66(2H.s).6.40(1H.d.J=15JH2)).6.97{ 
M A J=1 8Hz) 7j09(1 Kdd.J=B.1 Hz.13Hz 
.7.43(1H,d,J=8.1H2).7.63(lHd,J=15.9Hz 
7 74f2H.dJ=8.4H2).7.89(2HAJ=8.4Hz) 


a-X-4 


I 


xy 

=30"^ 


CH20nPr 


S 


H>^ ( 


3Me 


H 


H 


H 


Me 


C 

1 
) 

1 

1 
) 


).95(3H.tJ=7.5Hz).1.59- 
.71(2H,m).3.50(2H.d.J=8.6H2),3.81(3H3 
,3.92(3H.s).4.26(2H,s).4.56(2H^).6.40(1 
A A i-i«iQH7)^Ba7nHd J=l£Hz).7.08( 
lH.dd.J=7-8H2,1.BH2).7.42<1H.d^=7.8Hz 
.7.63(1 ad.J=l 5.9Hz).7.74(2HdJ=8.1 Hz) 
7.87(2H.d,J=8.lHz) 


Of-X-S 






CH20nPr 


S 


H,H 


H 


0 

Me 


H 


D 

Me 


Me 




1.72(2H^),3.51(2H.d.J=6.6Hz).3.78(3H,s 
>,3.87(6H.s).4.32(2H.s)A57(2H.s>.6.63(2 
H.s).6.81 (1 H.d.J=l 6.5Hz).7.75(2H.dJ=8.4 
Hz).7.86(2H.d,J=8.4H2).a,04(1 H.d,J=l 6.5 
Hz) 


ff-X-6 






Et 


s 


H.H 


H 


0 
Me 


H 


O 
Me 


Me 




1.29(3H,t.J=7.5Hz).2.76(2H.q.J=7.5Hz).3. 
78(3H.s).3.88(6H.s).4,24(2asX6.63(2H.s). 
8.82(1 ad.J=l 6.2H2).7.44(2adJ=8.4Hz), 
7.81 (2H.d. J=8.4H2).8.04(1 lid. J=1 6.2Hz) 


Of-X-7 






C02H 


s 


HH 


H 


O 

Me 


H 


O 

Me 


Me 




3,62(2H.q,J=10.2)„3.78(3H.s).388(6H.s),4 
.33(2H.s).6.58(2H.s),6.81(l ad. J=1 6.5Hz). 
7.79(4HJt»rs).8.03Ciad.J=16.5H2) 


a-X-8 






CH20CH2 
cPr 


s 


HH 


H 


O 
Me 


H 


O 
Me 


Me 




0.22-0^7(2H.mX0.56-0.63C2H.m),l .06- 
1 .1 9(1 H/n),3,40C2ad.J=7,2H2).3.78(3as 
X3.87(6H.sX4.33(2H.s).4.59(2H.s).6.63C2 
H,s),6.81 (1 ad.**=l 6^Hz).7.75(2ad. J=8.4 
Hz).7.87(2H.d, J=8.4Hz),8.04(1 H.d.J=l 6^ 
Hz) 


ff-X-9 






Me 


s 


KH 


CI 


H 


H 


H 


Me 






or-X-10 






Me 


s 


H.H 


H 


F 


H 


F 


Me 




2.30 OH. s), 3.81 (3a s). 4.21 (2H. s). 
6.68 (1H. d. J=16.5 Hz). 6.99 (2H. d, 
J=9.3 Hz). 7.70 (ia d, J=16.5 Hz). 7.75 
(2H. d. J=8.4 Hz). 7.82 (2H. d. J=8.4 Hz) 


flf-X-11 






CH20Et 


s 


H,H 


H 


O 
Me 


H 


0 
Me 


Me 




1.28 (3H. t J=6.9 Hz). 3.62 (2a q, J=6.9 
Hz). 3.78 (3H. s). 3.8B (6H. s). 4.32 (2H. 
sX 4.58 (2H. s). 6.63 (2a sX 6.81 (1H. d. 
J=16.5 Hz). 7-76 (2H, d. J=8.4 Hz). 7.85 
(2H. d. J=8.4 Hz). 8.04 (IH. d. J=16,5 Hz) 


Of-X-12 




JO 


Me 


s 


H.H 


Me 


H 


H 


H 


Me 








J 




Me 


s 


H.H 


H 


M( 


J H 


M< 


» Me 




2.2 1 (3H.s)Z47(6H.sX3 J(K3H.8X3.87(2H. 
SX6.41 (1 H.d.J=1 5.9Hz).7.24(2H.s.).7,58(1 
H.dJ=15.9HzX7.74(2H.d.J=8.4Hz).7.80(2 
H.d.J=8.4Hz) 
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NMR(CDCI3 or DMSO-d6) 


a-x-14 






Me 
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H 
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a-X-15 






Me 
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ff-XH6 






Me 
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Me 
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Me 
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Me 






af-X-17 






Me 
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H.H 


Et 


H 


H 


H 


Me 




1 .21 (3H.t. J=7.5H2)Z29(3H,s)^.74(2H.q. 
J=75Hz).3.80(3H.s).4.1 8(2H,s).6.41(1 H.d. 
J=16.2Hz).7.30''750(3H.m).7.63(1 Hd,J= 
1 5.9Hz).7.74(2H.d,J=8.4Hz).7.81(2ad.J= 

8.4Hz) 


(3f-X-18 






Me 
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H,H 


Et 
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R2 


XI 


R3,R4 


R5 


R6 


R7 


R8 


mp 


NMR(CDCI3 or DMSO-d6) 




^-2 


XX 


Me 


0 


HH 


H 


H 


H 


H 


224- 
224.5 


2,35(3H.s). 5.25(2Hs), 
6.32(1 Hd»J=15.6H2). 7.07(2Hd.J=8.7H2). 
7 *?dfPH<4.l=:fl 7H7^ 7 65f 1 H d J=1 6 2Hz) 
7.78(2H.d.J=8,4HzX 7.88(2H.d,J=B.4Hz) 




)S~2 




Me 


0 


KH 


OM 
e 


H 


H 


H 


235" 
235.5 


2.38(3Hs). 3.93(3Hs). 5.30(2Hs). 
6.33(1 H.d,J= 1 5.9Hz). 7.01 -7.20(3H.m), 
7.64(1 Hd.J=l 5.9H2). 7.782(2Hd.J=:a.4H2). 


^-2-3 


/3-2 




C02Me 


0 


KH 


H 


H 


H 


H 


201-203 


3.83(3H.s).5.43(2H.sXa33(l Hd.J=1 5.9Hz). 
7.06(2Hd.J=8.7Hz).7.54(2H.d.J=8.7H2)7.e 
6(1 Hd,J=1 5.9Hz).7.80(2Hd,J=8.7H2).8.1 0 

(2H.d.J=8.7H2) 


^-2-4 


)S-2 


1-30 


Me 


S 


KH 


H 


H 


H 


H 


214.5- 
215,5 


2.31 (3H.s). 4.25(2Hs). 7.3 6-7.52(4 Hm). 
7.64(1 H.d. J=1 5.9Hz). 7.77(2Hd.J=8.4Hz). 
7.85(2H.d.J=8.4Hz) 


^-2-5 


;S-2 




0CH2 
CF3 


0 


HH 


H 


H 


H 


H 




4.B6(2Hq.J=9.0Hz). 5.45(2Hs). 

6.42(1 H.d.J=15.9Hz). 7.14(2Hd.J=8.1 Hz). 

7.56(1 Hd.J=15.9H2). 

7.69(2Hd.J=8.4H2), 

7.97(2Hd,J=8.4Hz).8.07(2H.d.J=8.4Hz) 


^-2-6 


^-2 


iTY 


Me 


NH 


HH 


H 


H 


H 


H 




2.26(3HS). 4.45(2H.d.J=5.7H2). 

6.18(lHd.J=15.9H2).e.72(2H.d,J=8.4Hz).6. 

82-6.90(1 HjnX7.36-7,50(3Hm). 

7.91 (2Hd.J=8.4Hz). 7.96(2Hd»J=8.4Hz) 




^-2 




CH20 
CHS 
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^-2-9 


iS-2 




CH20 
CHS 


S 


H.H 


H 


H 


H 


H 


182-183 


a45(3Hs).4.29(2Hs).4.52(2H.sX6.39(1H,d. 
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d. J=1 .5Hz).7.09(l H,dd.J=7.8Hz,1 .5Hz).7. 
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=1 .5Hz).7.58(l ad.J=1 .5Hz).7.74(2H. 
d J=8 1 Hz) ) 788(2H.d.J=8 1Hz) 


a-XX- 
13 






CH=NOE 
t 


S 


H.H 


H 


H 


H 


H 


H 


H 


H 


Me 






flf-XX- 
14 






CH20Et 


S 


H.H 


Me 


H 


H 


H 


H 


H 


H 


Me 






ff-XX- 
15 






Me 


O 


H,H 


H 


H 


H 


H 


H 


nPr 


H 


Me 






Of-XX- 
16 






Me 


O 


H,H 


H 


H 


H 


H 


H 


Et 


H 


Me 






a-xx- 

17 






Me 


O 


H.H 


H 


H 


H 


H 


H 


CN 


H 


Me 






flf-XX- 
18 






Me 


S 


KH 


H 


H 


H 


H 


H 


H 


H 


Me 







[0 2 3 1] 



ffifE#2 004-3122736 



#M 2004-316251 



^--J : 148/ 



I«9 8] 



No 




Rl 


R2 


XI 


R3.R4 


R5 


R7 


R8 


R9 


RIO 


R20 


R21 


R17 


mp 


NMR(CDCI3 or DMSO-d6) 


a-XX- 
19 




jTT 


Me 


o 


H.H 




|-| 


l-l 


}-| 


{-{ 


1^ 


Me 


Me 






20 








r\ 


M M 


u 
n 


u 
n 


n 




)^ 




)^ 


Me 






a~XX- 
21 






Me 


o 


ti u 

n,n 


Ll 

n 


UMe 


n 


u 
n 


Li 
n 


n 


LJ 

n 


Me 






ff-XX- 
22 






Me 


o 


H.n 


Me 


11 
n 


Ll 

n 


Ll 


u 
n 


M 


rl 


Me 






Qf-XX- 
23 






CH20ct 


o 


H.H 


Me 


Ll 

n 


LI 

n 


LI 

n 


Li 
n 


Ll 
n 


Ll 


Ma 

Me 






a-XX- 
24 






Me 


o 


1 1 11 
ri,n 


Ll 

n 


n 


Ll 


Ll 


Lt 

n 


Me 


Ll 

n 


Ivie 






Of-XX- 
25 




iTY" 


Me 


o 


H.H 


Et 


Ll 

H 


u 
n 


Ll 

n 


rl 


Ll 

ri 


Ll 


Ma 

Me 






a-XX- 
26 




F3C^ 


Me 


o 


1 1 (J 
H.H 


Me 


n 


Ll 

n 


Ll 

n 


Ll 

rl 


ivie 


u 
n 


Me 






a-XX- 
27 






Me 


o 




VjmB 


n 


u 
n 


u 
n 


n 


u 

M 




Me 






a-xx- 

28 






Me 


U 


11 1_| 
n.n 


CH2 
OMe 


Ll 

n 


Ll 


Ll 


ri 


n 


n 


Ma 

ivie 






Of-XX- 
29 






CnZOct 


o 


LI u 


Me 


n 


ri 


u 
n 




LJ 

n 




Me 






a-XX- 
30 






Me 




n,rl 


Ll 

n 


Ll 

n 


o 
n 


Ll 

n 




CH=N 
OMe 




Me 






Of-XX- 
31 




FaC-^ 


Me 


o 


H.H 


H 


H 


H 


H 


H 


CH=N 
OEt 


H 


Me 






a-xx- 

32 






Me 


S 


H.H 


Me 


H 


H 


H 


H 


H 


H 


Me 






a-XX- 
33 






Me 


O 


H,H 


Me 


H 


H 


H 


H 


Me 


H 


Me 







[0 2 3 2] 



2004-3122736 



#M 2004-316251 



^--J : 149/ 



I»9 91 



No 




R1 


HZ 


XI 


R3.R4 


R5 


R7 


R8 


R9 


RIO 


R20 


R21 


R17 


mp 


NMR(CDC13 or DMS0-<I6) 


a-XX- 
34 






CHZOEt 


0 


H.H 


Me 


H 


H 


H 


H 


Me 


H 


Me 






35 






H 


S 


H, 
P- 
FC6H4 


H 


H 


H 


H 


H 


H 


H 


Me 




3.74 (3a s). 4.82 (2H. s), 5.49 (IH, 

(IH. s), 7.01 (2H, dd. J=8.7. 8.7 Hz). 
7.08(lHd,J=3-3Hz).7.11(lH.dd.J=8.4 
. 0.9 Hz),7.20 (1,dd.J=8.4.1.2 Hz). 
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=7iHz)!4.08(2H.s),4.43(2as).4.88(2H,s),6. 
57(1 H.d. J=3.3Hz),7.03(l H.d. J=8.7Hz).7.07( 
1 H.d.J=3.3Hz),7.36(l H.d.J=8,7Hz),7.74(2a 
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6.55(1 H.d.J=3.3H2).7.03(l H.d. J=8.1 Hz).7. 
D7(l H.d. J=3.3Hz).7.35(1 H.d, J=8.1 Hz).7.73( 
2H.d.J=B.4Hz).7.79(2Hd.J=8.4Hz). 
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2.33(3H.s).2.48(3Hs).2.6U3H,s).4.77C2H,s) 
5.1 3(2as).6.80(1 H.s).6.95Cl H.d.U=8.7Hz), 
7.02(1H.d.J=8,7Hz).7.47(2H.dAJ=8.7H2).7.6 
7(2H.d.J=8.7Hz). 
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1.25(3H.t,J=7.0Hz).2,49(3H,s).2.62C3H,s).3. 
6U2Hq.J=7.0H2).4.60(2H,s).4.77(2H.s),5.2 
l<2H.s).6.81(1Ks).6,97(lH.d.J=9.0Hz). 
7.03(1H.dJ=9.0Hz).7.77(2H.d.J=9.0H2).7.9 
7(2H.d.J=9.0 Hz). 
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p o 




Me 


s 


H.H 




139- 
141 


2.52<3H.s).4.20(2H^).7i6(lH.d,J=5.4Hz).7.4 
U2H.d.J=8.7Hz).7.45(2H.ciJ=8.7Hz).7.54(lH 
d.J=5.4Hz).7.72<2H.<jlJ=8.4Hz).7^1(2H.d^ 
B.4Hz). 


XXX-1 






CHZOEt 


S 


H.H 




1 Os- 
lo? 




p 

XXX-2 






CH20Et 


S 


H.H 




127- 
128 


1 ^7(3H.t J=6.9Hz).3.60(3H.t J=6.9Hz>.4.31 ( 
2H^X4^(2H3).7^4-7.29(1 H^X7,40- 
7.56(5H.mX7.75C2H.dJ=8.4Hz).7^7(2H.d^ 
8.4Hz). 


XXX-3 






CH20nPr 


S 


H.H 




132- 
133 


0,96(3H.tJ=7.3Hz)J^7- 

1.74C2H^).3.50(3H,t,J=7-3H2),4^0(2H,s).4.5 

4(2H.s).7^5(1H,d.JT5.4Hz).7.42(2H,d:J=8.7H 

z).7,46(2H.d,J=8,7Hz),7.53(1H.d.J=5.4Hz).7.7 
4(2H.d.J=8.1 Hz),7.88(2H.d, J=8.1 Hz). 


XXX-4 






Me 


O 
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XXX-5 






Me 


O 


H.H 




258- 
259 


^36(3as).5i7(2as).7.1lC2H/n).7.80(4H^X 
7.86C2H.m).8.92{lH.s) 


$- 
XXX-6 






Me 


0 


H.H 




233- 
234 


2.31(3Ks)^68(3H.8).5^{2H.s).7.1 2(2H.d J 
^7Hz>.7.74(2H.dJ=8.7Hz).7^(2HAJ=8.4 
Hz).8.00(2H.dlJ^4Hz) 


^- 
XXX-7 
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H.H 
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No 



R1 



3-2 



3- 
12-52 



iS- 
12-53 



F3CO 



R2 



XI 



CH20Et 



J5-2 



CH20Et 



R3.R4 



H.H 



R5 



OM6 



H.H 



OMe 



H,H 



OMo 



R7 



R8 RIO R15 



H F H 



H H 



H F H 



R17 



Me 



mp 



NMR(CDCI3 or DMSO-d6) 



2.57(6H).3.71(6HX3.89(3H.s).3.9U | 

3H.5).4.29(2H.sX4.63(2H^).e.87(l 

H.d.J=35.1Hz). 

7.1 6(2H).7.44(1 H.d.J=8.4Hz).7.74( | 
9H d.J=8.4Hz).7 J6(2H.d.J=B>4Hz) 



Me 



H F H 



Me 



1 1 .26(3H.t.J=6.9Hz).3.60C2Ha. J=6. 

9Hz).3.89(3H,s).3.91(3H.s).4.26(2H| 
U).4.55(2Ks).6.88(1Kd.J=35.1Hz),| 

7.1 6{2H).7 J2(2Kd,J=9.0Hz). 

7.44(lHd,J=8.4Hz)J.78(2H,d.J=9. 

OHz) . 



1 1 56(3H.t J=6.9Hz).3.59(2H.q.J=6. 

9Hz).3.89(3H,s),3.91(3H^).4.26(2H| 
L).4.54(2H.s).6.88(1 H.d. J=34.BH2). j 

7.16(2H),7.45(3H). 
l7.67(2H.d.J=8.4Hz) 



I2-54 



iS-2 



F3C 



Me 



OMe 



H CI H 



Me 



i8 

12-55 



12-56 



i5-2 



CH20Et 



CH=NOM 



0 
12-57 



iS-2 



CH=NOEt 



j2,31(3H.s).3.90(3as),3.93(3H.s),4. 
20(2H.sX7.37(1 H.dd.J=8.1 .1 .5H2).7| 
.44(1 H.d.J=1 .5Hz).748(1 H.d^=8.1 
Hz).7.73(2H.d.J=8.4Hz), 
l7.80C2H.d.J=8.4Hz).7.86(1 H.s) 



OMe 



H CM H 



Me 



1.27(3HtJ=63H2).3.61(2H.q.J=6. 
l9Hz).3.90(3H.s).3.93(3H,s).4.29(2H| 

U).4.57(2H.sX 
7.35(1 H.dd. J=8.4.1 .5Hz),7.44(1 H.d, 
J=1.5Hz),7.48(lH.d.J=8.4Hz).7.74( j 
2H.d.J=8.4Hz).7.86(2H.d^=8.4HzX 
7.86(1 Ks) 



OM 



H CM H 



Me 



|3.90(3H.s).3.93(3H.sX3.99(3H.s).4. 

43(2as).7.39(1Kdd,J=8.1,1.5Hz).7| 

.44(lH.d.J=1.5Hz). 

7.52(1 H.d.J=8.1 H2).7.77(2H,d. J=8. 

7Hz).7.82(2H.d.J=8.7H2).7,86(1H.s | 
|).8.17(1H^) 



H.H 



OMe 



H CM H 



Me 



1 .38(3H.t J=6.9Hz),3.90(3H.s).3.92 j 
(3H.s).4.23(2H,q.J=6.9Hz).4.43(2H. 
s).7.38(1 H,dd.J=8.1 .1 .5Hz).7.44(1 H 
.d.J=1 .5Hz).7.51 (1 H.d. J=8.1 Hz).7.7 
5(2H,d.J=8.4Hz).7.81(2H.d,J=8.4H ' 
l2).7.86(1H,s).8.l9(1H^) 
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R2 XI 


R3.R4 


R5 R6 F 


a R8 F 


?10 
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U7 


mp 


NMRCCDCIS or DMSO-d6) 


2-58 


)S-2 




CH20Et S 




DMe H 


H H 


CI 


H 


Me 


1 

9 
,s 
I- 
J 
2 


.26(3H,tJ=65HzX3.59(2H,q.J=6. 
Hz).3.90(3Rs)^.92(3H.s).4^7(2H 
.)A54(2H.s).7.36(l H.dd. J=8.1 .1 .5 
|2).7.46(1 H.d, J=1 .5Hz>.7.46(2H.d. 
=8.7Hz)7.48{1H.d.J=8,lH2).7.67( 
H.d,J=8.7Hz).7.85(1H.s) 


^- 
2-59 






DH=NOEt S 


H.H 


OMe H 


H H 


CI 


H 


Me 


1 

( 
s 
, 

1 
a 


.33(3H.tJ=7.2Hz).3.90(3H,s).3.92 
3H,s).4.22(2H.q.J=7.2Hz).4.41 (2H. 
).7.3B(1 H.dd.J=8.1 .1 .5H2).7.44(1 H 
d.J=1 .5Hz).7.47(2H,d. J=8.7Hz),7.5 
(1 H.d. J=8.1 Hz).7.62(2H.d.J=:8.7H 
!).7.86(1H.s).8.17(1H.s) 


2-60 


^-2 




CH20Et S 


H.H 


OMe H 


H. H 


01 


H 


Me 




1 .27(3H,t J=6.9Hz).3.60(2H,q.J=6. 

5Hz),3.90(3H.s).3^3(3Hs).4.28(2H 

sX4.55(2H^).7.33(2H.d.J=9.0Hz).7 

36(1 H.dd.J=8.1,UHz),7.44<l H.d.J 

=1.5HzX7.47<1H.d.J=B.1Hz).7.78(2 

H.d.J=9.0Hz).7^6(lH.s) 


^- 
2-61 


^-2 




CH20nPr J 


> H.H 


OMe H 


H H 


CI 


H 


Me 




0.95(3H,t. J=7.5Hz),1 .65(2H).3.50(2 
H,tJ=6.6H2).3.90(3H^W.93(3H,s). 
458(2H,s),4.54(2H.s).7.32(2H.d,J= 
8.7HzX7,36(1 Kdd.J=8.1 .1 .5Hz),7.4 
4(1 H,d,J=1.5Hz).7.47(l H.d.J=8.1H 
z),7.78(2H.dJ=8.7Hz).7.86(l H.s) 


2-62 






CH=NOEtj , 


5 H.H 


OMe H 


H H 


CI 


H 


Me 




1.33(3H.td=6.9Hz).3.90(3H.5).3.92 
(3H.s).4.23(2H,Q.J=6.9H2),4.42(2K 
s) J.34(2H,d.J=9.0Hz).7.38(1 H.dd.J 
=8.1 .1 .5Hz).7.44(1 H,d.J=1 .5H2).7,5 
1 (1 Kd. J=8.1 Hz).7.73(2H.d, J=9.0H 
z),7-86(1H.s).8.17(lH.s) 


^- 

2-63 






CH20nPr 


S HH 


OMe H 


H H 


F 


H 


Me 




0.96(3H.t J=7.5Hz),1 60-1 .71 
C2H.m).3.51(2H.d.J=6^Hz).3.90(3H 
.s).3.91(3Ks)A27(2H.s).4.56(2H.s) 
.6.88(1 H.d,J=34.8H2),7.1 5-7.18 
(2H.m).7.44(1 H.dJ=8.4Hz).7.74(2H. 
d.J=8.4Hz).7.87(2H.d.J=8.4Hz) 


^- 
2-64 






CH2CF3 


S H.H 


OMe H 


H H 


F 


H 


Me 




3.66(2H.q,J=10.2)..3.90(3H.s).391( 
3H.s).4.28(2H.s).6.88Cl Rd. J=34.8 
Hz),7.1 4-7.1 7(2H.m).7.41 
(1 H.dJ=8.4Hz).7.77-7.78(4H.m) 


B- 
2-65 


iS-2 




Et 


S H.H 


OMe H 


H H 


F 


H 


Me 




1.29(3H,t.J=7.5Hz).2.76(2H.q.J=7. 
5Hz).3.90(3H,s).3,92(3as).4.19(2H 
.s).6.89(lH.d.J=34.8H2),7.15-7.l9 
(2H.fn).7.44(1 H.d J=8.7Hz).7.73(2H, 
d,J=8.4H2).7.80(2H.d.J=8.4Hz) 


B- 

2-6« 






CH20CH2 
cPr 


S H.H 

1 


OMe H 


H H 


F 


H 


M€ 


s 


0.22-0^7(2H,m).0.55-0.62(2H^). 
1 .06-1 .1 9(1 Rm).3.40(2H.d. 
J=6.9Hz)^^0(3H^).391(3H^).4.2 
B(2H.s).4.59(2lis).6.95(1 H.d.J=34. 
2H2),7.18(1H.d.J=8,4H2).7.19(IH^ 
).7.4S(1 H.d,J=B.4Hz).7.74(2H.d.J= 
8.4Hz),7.87(2H.d.J=8.4Hz) 
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No 
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2-67 



2-68 



12-69 



|2-70 



12-71 



3 
12-72 



F3C 



)5-2 



18-2 



^-2 



12-73 



12-74 



i8-2 



F3C 



R2 



Me 



XI 



R3.R4 



CH20Et 



CH20Me 



CH20Et 



F3C 



|CH20CH2 
CH2F 



F3C 



CH2SnPr 



F3C 



|CH2S02n 
Pr 



H.H 



H.H 



H.H 



H.H 



H. 
C6H4 



R5 



R6 



OMa 



H.H OMe 



OMe 



R7 R8 RIO R15 R17 



H H F H Me 



mp 



H H F H Me 



H H F H Me 



H H CI H Me 



H H H F H Me 



OMe 



NMR(0DC13 or DMS0-d6) 



H H F H Me 



H H F H Me ! 



95(3H.t.J=7.2Hz),l .59(2H.m)Z4 
9(2H,tJ=7JiHz).3.87(2H.s).X90(3 
H.sX3.91(3H.s).4.34(2H.s).6.88(lH. 

I.J=35.lHz),7.15-7.18(2H.mX7.45 
(lH.d,J=B-4H2), 7.75(2H.d. 
J=B.7Hz).7.87(2Kd.J=8.7Hz) 



H H F H Me 



08(3H.t,J=7.5Hz),1 .91(2H.m).3. 
4(2H^X3.89-3.90(6H.m),4.45 
(2H.s).4.50(2H.s).6.88(1 H.d.J=34, 
H2).7.1 5-7,1 7C2H,m).7.42(l H.d, 
J=8.4H2),7.77(2H.d. J=8.1 Hz),7.97C 
2H.d.J=8.1Hz) 



12-75 



0-2 



12-76 



i5-2 



F3C 



CH20]Pr 



0 
I 2-77 



J5-2 



F3C 



CHZOnPr 



F3C 



XT 



Ch20Et 



H.H 



OMe 



H H F H Mo I 



H,H 



1 .25(6H.d.J=65Hz).3.76Cl H.m).3.8 
9(3Ks)^^1(3H.s),4^7(2H^),4.56( 
2H.s).6.88(1H.d.J=35.1H2X7.15- 
7.17C2H,m).7.45(lH.d.J=8.4Hz).7.7 
4(2H.d.J=8.4HzX7.86(2H.d.J=8.4H 

2) 



H H F H Me 



H.H OMe H I H H F H 



0.96(3H.t J=7.5H2),1 .60-1 .72 
(2am).3.50(2H,tJ=6.6Hz).3.89(3H 
.s)A30C2H.sX4.55(2H.s).6.88(1 H.d. 
J=34.BHz).7.43C2H.d,J=8.7H2).7.57 
(2Kd.J=8.7H2).7.75(2H.d. J=8.1 Hz) 
7.a7(2H.d.J=8.1Hz) 



Me 



1 .25(3H.t J=7.5Hz).2.55(2H.q.J=7. 
5Hz>.3.87-3.91 (BKm) A34(2H.s). 
6.88(1 H.d. J=34.8Hz).7.1 5-7.1 8(2^ 
m)J.45(lH.d.J=8.7H2). 7.76 (2H. d, 
J=8.4 Hz), 7.87 (2a d. J=8.4 Hz) 
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^-v^: 182/ 
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No 



R1 



R2 



XI 



R3.R4 



R5 



R6 R7 R8 RIO R15 R17 



mp 



NMR(C0C13 or DMSO-d6) 



Z-78 



/5-2 



CH=NOnP 
r 



OMe 



H H H 



H Me 



0.97(3H.t J=7,5Hz),1 .68-1 .81 
(2H.m),3.89-3.9U6H,m).4.1 3 
(2H.t J=6.9H2).4.41(2H.s).6.87(l H. 
d.J=35.1 HzX7.1 7-7.1 9(2H.m).7.47 
(lH,d.J=8.4H2).7.76(2H.d.J=8.4Hz) 
■7.82(2H.dJ=8.4Hz). 8.20 (IKs) 



B' 
2-79 



B" 
2-80 



B- 
2-81 



i5- 
2-82 



2-83 



2-85 



/8- 
2-86 



/5- 
2-87 



3- 
2-88 



2-89 



CH=NOEt 



S H,H 



H H H CI H Et 



1 .35(3H,t J=7.2Hz).1 .38(3H.t J=7.2 
Hz).4^4(2H.q.J=7.2Hz).4.35(2aq. 
J=7.2Hz). 4.46 (2H. s). 7.47 (2H. d. 
J=8.4 Hz). 7.75-7.84 (7H, mX B.20 
(1H. s) 



CH=NO(C 
H2)2F 



ff-2 



$-2 



i8-2 



Me 



Me 



CH20Me 



Me 



Me 



H.H 



OMe 



H H H 



H Me 



H.H 



OMe 



H H 



H Me 



3.90 (3H. s). 3.91(3H. s). 4.38 (2H. 
s),4.41(2H,d.J=28.8Hz).4.70 (2H. d. 
j=47.4Hz),6.89(1 H,d,J=34.8Hz).7.1 
7-7.1 9C2H.m).7.47(1 Kd. J=8.4Hz). 
7.76 (2H. d. J=8.4 Hz). 7.81 (2H. d 
J=8.4 Hz). 8.28 (1H.s) 



3.88 (3H, s), 3.89 (3H. s), 3.98 (2H. 
s).4.07(2H^).5.94(2H,s),6.57-6.60 
(2H,m).6.72(lH.d.J=8.4Hz).6.87(1 K 

d, J=35.1 Hz),7.1 3-7.1 6(2H.m).7.36 
(1 H,d. J=8.4Hz).7.68(2H.d.J=8.7H2) 

.7.74(2H.d,J=6.7Hz) 



H.H 



H H H CN H Me 



H.H 



Me 



H H H F H Me I 



H.H 



OMe 



HHHF H Me 



H.H 



H.H 



H.H 



H.H 



OMe 



OMe 



HHHF H Me 



H H H F I H Me 



H H H OMe H 



H H H H Me 



Me 



2.08(3H.s)^^B(3K8).3.81 (3H,s).5. 
04(2H.s).6.B9C2H.dt.J=8.4H2).7.07( 
1 H.d. J=9.3Hz),7.29(2H.d.J=8.4Hz). 
.36(1 H.s)7.37(1H.d.J=:4.5Hz) 



Me 



2.30(3H.s).2.56(3H.s).4.24(3H.s).5, 
27(2H,s).7.08(2H.dt,J=9.0Hz),7.46C 
2H.d. J=8.4Hz).7.75C1 H.s)7,81 (2H.d 
■J=9.0H2).7.88(2H.d,J=8.4Hz) 



[0 2 6 81 



tliiiE# 2004-3122736 



#M 2004-316251 



^-i?: 183/ 



1^1 3 51 



No 



R1 



R2 XI 



R3.R4 R5 R6 



R7 R8 



R15 



R17 



mp 



NMR{CDCI3 or DMSO-d6) 



2-90 



B-2 



Me S 



H.H H H 



H H 



Me 



Me 



2.1 5(3H.s),2,27(2H.d.J=6.9Hz)^8 
(3H.s)A16(3H.s).5.22(2H^).7.08(2 
H.d.J=8.4Hz).7.41(2H.d.J=8.7Hz).7 
.76(2H,d.J=8.7H2).7.84{2H.d.J=8.4 

^ 



2-91 



^-2 



F3C' 



Me S 



2-92 



^-2 



F3C' 



Me S 



12-931 



i3-2 



F3C 



Me S 



2-94 1 



B-2 



Me S 



1 2-95 I 



B'2 XY Me 



H.H H H 



H H 



H Et Me 



KH H H 



H H 



Ci H 



H.H H H 



H.H OMe H 



H H 



Me H 



Me 



2.29(3H.s).3.89(3H.s)A22(2H.s).7. 
44(2H.d.J=8.4Hz).7.70-7.86(7H.m) I 



Me 



H H 



Me H 



Me 



H.H OMe H 



J5- 
12-98 



FaC 



Me S 



2-97 



/?-2 



FaC 



Me S 



2-98 



^-2 



F3C' 



CH20Et S 



2-99 



$-2 



F3C' 



CH=NOM 



H.H OMe H 



H.H Et H 



H,H OMe H 



H.H OMe H 



H H 



CI H 



H H 



F H 



H H 



F H 



H H 



F H 



H 1 H 



F H 



Me 



Me 



tBu 



Me 



Me 



I1 .21(3H.tJ=7.5H2).1 .57(9Hs)^.29 
(3H.s).2.74(2H.q,J=7-5Hz).4.18(2H. 
s).6.77(1 H,d.35.t Hz).7^8"'7.50(3H. 
m).7.74(2H,d.J=8.4H2).7.81(2H.d.j| 
=8.4Hz) . 



/5- 

2- 1 /3-2 
100 



CH=NOEt S 



HJH OMe H 



H H 



F H 



Me 



101 I FgC"^ 



CH20Et O 



H.H F H H 



F H 



Me 



1 1 .34(3HX J=7.2H2).3.90(3H.s)^.91 
(3H,s).4^4C2H.q.a=6.9H2).4.41(2H.| 
s).6.89(lH.d.J=35.1H2).7.14"7^( 
2H.m)7.48(1 Kt J=8.4Hz).7.76(2H. 
d,J=8.7Hz).7.82(2Kd.J=8,7Hz).8.2 | 

0(1 H.s) 

1 .22(3H.t. J=6.9Hz).3.60(2H,q. J=6. 
9Hz).3.89(3H.s).4.58(2H.sX5.37(2H| 
U).4.30(2H.s).6.84(1 H.d. J=34.2Hz). I 
7.18(1HtJ=8.7Hz).7.34(lH.d.J=a. 
4Hz).7.49(1 ad.J=12.6Hz).7.77(2H. | 
ld.J=8.4HzX7.92(2H,d.J=8.4Hz) 



[0 2 6 91 



aiiE#2 004-3122736 



#M 2004-316251 



^-Z/ : 184/ 



[^136] 




COOH 



No 



Rl 



3-3 



2- 
102 



2- 
103 



2- 
104 



R2 



XI 



CH20Et 



p-2 



CH20Et 



i5- 
2- 
105 



/5- 
2- 
106 



2- 
107 



2- 
10B 



2- 
109 



iS-2 



i8-2 



/S-2 



ys-2 



.JO- 



j8-2 



Me S 



R3,R4 R5 R6 



H.H OMe H 



H,H OMe H 



KH OMe H H 



R7 



R8 RIO 



R15 



H F 



H F 



CH20Et 



CH=NO 
Me 



GH=NOE 
t 



CH20Et 



CH=NOE 
t 



H.H OMe H 



H,H OMe H 



H.H OMe H 



H.H OMe H 



H.H OMe H 



H.H OMe H 



H F 



H CI 



H CI 



H CI 



H CI 



H CI 



H CI 



94-97 



mp 



2.74(4H).2.88(2H).3.62(4H),3.74(2 
.3.84(3H^).4.41(2H.s)A64(2H,s) 
.02(1 H,d.J=36.3Hz).7.31 (2H),7.4 
H.d.J=8.4Hz).7.93(2H.d.J=8.4H 
8.00(2H.d.J=MHz) 



217- 
219 



1 .1 4(3H.t.J=6,9Hz).3.54(2H.q.J=6 
9H2).3.84(3H.s).4.35(2H.s).4.53(2H 
.s)J.02(1H,d.J=36.6H2).7.30(2H)J 
47(1 H.d,J=8.4Hz).7.57(2H.d.J=9,0 
H2).7>90(2H.d.J=9.0Hz) 



175- 
177 



1.1 4(3HxJ=7.2Hz).3.53(2H.q. J=7. 
2Hz),3.84{3H.s),4.34(2H.s).4.52(2H 
0,7.O2(1H.d.J=36.6Hz).7-3O(2H).7. 
47(1 H,d.J=8.4Hz).7.64(2H.d.J=8.7 
Hz).7.78(2H.d,J=8.7H2) 



183- 
185 



29(3H.s).3.86(3H,s).4-38(2H.s).7. 
54(3H).7.90(2H.d.J=8.7Hz)7.94(l 
H.s).7.95(2H.d.J=8.7Hz) 



173 
175 



205- 
207 



184- 
186 



154- 

156 



206 
208 



NMR(CDa3 or DMSO-d6) 



1 5(3H.t J=6.9Hz).3.55(2H.q.J=6. 
9H2).3.86(3H^).4.40(2H.s).4.57(2H 
.s).7.54(3H),7.93(1 H.s).7.94<2H.d.J 
=8.4Hz).7.99(2H.d,J=8.4Hz) 



3.85(3H,sX3,91 (3H^)A49(2H^).7. 
54(3H).7.93(1 H.s).7.93(2H.d.J=8.4 
Hz).8.03(2H.dJ=8.4H2),8.35(lH^) 



1 .26(3H.t.J=6.9Hz).3.84(3H.s).4.1 5 
(2H,q,J=6.9Hz).4.94(2H.s).7.55(3H 
).7.93(1H.s).7.93(2H.dJ=8.4Hz).8.0 
3C2H.d. J=8.4Hz),8.35(1 H,s) 



1 .1 4(3H.t J=7.2Hz).3.53(2H.aJ=7 
2Hz),3.86(3H.s).4.37(2H.s).4.52(2H 
.s).7.53(3H).7.64(2H.d.J=8.4Hz),7; 
8(2H.d, J=8.4Hz).7.93(1 H,s) 



1 .25(3H,t,J=6.9H2).3.84(3H.s).4.14 
(2H,q.J=6.9H2)A47(2H.5)J53(3H) 
7.64(2H.d,J=8.4Hz).7.83(2H.d.J=8, 
4Hz).7.94(1 H.s).8.30(1H,s) 



0' 
2- 
110 



CH20Et 



H.H OMe H H 



H CI 



174 
176 



1 .1 5(3H,t.J=6.9K2).3.54(2H.q. J=6. 
9Hz).3.86(3H.s).4.38(2H^)A54(2H 
.s)J,55(5H).7.86(2H.d^=8.4Hz).7.9 
4(1H.s) 



[0 2 7 01 



ffiiE#2 004-3122736 



S^m 2004-316251 



^--j: 185/ 



1 3 7 1 



No 



R1 



2- 
111 

B- 
2- 
112 



/S-2 



P-2 



F3CO 



CH20nP 



F3CO 



CH=NOE 



i5- 
2- 
113 



CH20nP 



2- 
114 



/»-2 



F3C 



5- 

2- 
115 



5-2 



.0^ 



R2 XI 



CH2CF3 S 



R3.R4 R5 R6 R7 R8 



H.H OMe H H H 



RIO 



CI 



H,H OMe H H H 



H,H OMe H H H 



H.H OMe H H H 



Et 



H.H OMe H H H 



CI 



R15 mp 



NMR(CDCI3 or DMSO-d6) 



0.85(3H.t J=7.2Hz).l .53(2H).3.44(2 
159- H,t.J=6.3Hz).3.86(3H.s).4.38(2H,s). 
^ • 161 k54(2H.s).7.55(5HXr91(2H,d.J=8. 
l7Hz)J.93(1H,s) 



1 .25(3at, J=7^H2).3.84(3H.s),4.1 4 
1 79- (2H.q.J=7.2Hz).4.48(2H.s).7.55(5H 
181 ).7.93(1H.sX7.95(2H,d,J=8.7Hz).8.3 
1 (1 H.s) 



j0.96(3H.tJ=7.2Hz).1 .60- 
1 .72(2H.m).3.52(2H.d.J=6.6Hr).3.9 
I 203- 2(3H.s).4.28(2H,s)A58(2H.s).6.95( 
204 1H.d,J=34.2Hz).7.1 7-7.1 9(2H^). 
7.45(1 H.dJ=8.4Hz),7.74C2H.d,J=8. 
l4H2)J.87(2Kd.J=8.4Hz) 



H 



3.66(2H.q,J=10.2).3.9l(3H.s).4.27( 
I 211- 2H,s).6.90(1H,d.J=34.5Hz),7.14- 
214 7.20(2Km).7.40(1H.dJ=8.1Hz).7.7 
|5-7>71(4H.m) 



I 217- 
218 



1 .29(3H,t J=7.5Hz).2.76(2H.a J=7. 
5H2X3.92(3KsX4.19C2H,s),6.91(1H| 
.d.J=34.8Hz).7.1 6-7.20(2H.m). 
7.43(1 KdJ=8.1 Hz).7.73(2H.d.J=8. 
l4Hz).7.80(2H,d.J=8.4Hz) 



2- 
116 



F3C 



CH20C 
H2cPr 



HH OMe H H H 



iS- 
2- 
117 



^"2 



l0^2-0.27(2H.m).0.55-0.62(2HM 
1 .06-1 .1 7(1 H.m).3.40(2H.d. 
J=6.9Hz).3.91 (3H.s).4.28(2H^).4.5 1 
H p 9(2H,s).6.91 (1 H.d. J=34.5HzX7.1 5- | 
7.19(2H.m).7.44(1H.d.J=6.9H2X7J 

4(2H.d.J=8.1H2X 
l7.89(2H,d,J=8.4Hz) 



214- 



Me 



KH H H H H 



2- 
118 



5-2 



CH20Et S 



H.H H H H H 



2- 
119 



JS-2 



F3C 



XT 



CH20M 



2- 
120 



/S-2 



F3C 



2- 
121 

2- 
122 



ys-2 



5-2 



..XT 



KH H H H H 



CH20Et S 



CH20C 
H2CH2F| 



H,H H H H H 



H. 

4-F- 
G6H4 



OMe 



OMe 



H 



H 



193- I 
1 194.5 I 



1 173- I 
175 



167- I 
168 



Ci 



157- 
158 



1 170- 
171 



I 216- 
218 



10 2 7 1] 



ffiiE^2 004-3122736 



[2004-316251 



: 186/ 



[^1381 



R1 



R2 



XI 



CHZSnP 
r 



CH2S02 
nPr 



i5-2 



CHZOiPr S H.H OMe H H 



e-2 



R3,R4 R5 R6 



R7 



H.H OMe H 



H.H OMe H 



R8 RIO R15 mp NMR(CDCI3 or DMSO-d6) 



CH20nP 



S H.H H H H 



Ch20Et S H.H OMe H H 



CH=NOn| 
Pr 



H F 



p.81(3H.t J=7.2Hz),l .46(2H,m),2.4 
7(2H.t.J=7.2Hz).3.85C3KsX3.92(2 
I 193- H.s).4.39(2H^).7.02(lH.d,J=36.3H 
194 z).7.31-7.32(2H,m).7.48(1H.d. 

J=8.4H2).7.94(2H.dJ=8,4Hz),8.01( | 
2H.d,J=8.4 Hz) 



H F 



220.5 



222.0 



11.08 (3H, t J=7.5 Hz). 1.91 (2HJ 
m). 3.06 (2H, m). 3.90 (3H. s). 4.471 
(2H, s), 4.49 (2H. s), 6^0 (IH. d, 
J=34.5 Hz). 7.15-7.18 (2H. m).l 
7.41 (IH. d, J=7.8 Hz), 7.78 (2H. d.| 
J=8.4 Hz). 7.97 (2H. d. J=8.4 Hz) 



H F 



1.15 (6H. t J=6.3 HzX 3.73 (IH. 
m). 3.84 (3H. s). 4.37 (2H. s). 4.55 
I 227- (2H. s), 7,03 (IH. d, J=36.3 Hz).I 
228 7.3D-7.32 (2H. m), 7.47 (IH, d. 
J=8.7 Hz), 7.94 (2H. d. J=B.7 Hz).] 
7.99 (2H. d, J=8.7 Hz) 



H F 



l0.85(3H.t.J=7.5Hz). 1.48-1 .60 (2H. 
m). 3.45 (2H. t J=6.6 Hz), 4.47 
I 173- (2H. s). 4.56 (2H. s). 7.02 (1H. d. 
175 J=36.6 Hz). 7.49 (2H, d. J=8.4 Hz). 
7.65 (2H. d. J=8.4 Hz). 7.94 (2H. d.| 
J=8.4 Hz). 8.00 (2H. d. J=8.4 Hz) 



H F 



S H.H OMe H H 



CH=NOE 



S H.H H H H 



OH=NO( I 
CH2)2F 



S H.H OMe H H 



S H>l OMe H H 



212.0 



214.5 



1.25 (3H. t J=7.5 Hz). 2.56 (2H. q.] 
L=7.5 Hz). 3.89 (2H. s). 3.92 (3H. 
s). 4.34 (2H. s). 6.91 (IH. d. J=34.8 
Hz). 7.1 6-7.20 (2H. m). 7.44 (1 H, d, 
J=8.1 Hz). 7.76 (2H. d. J=8.4 Hz).| 
7.88 (2H. d. J=8.4 Hz) 



H F 



192.0 



193.5 



0.87(3Ht.J=7.5Hz).1 .58-1 .70 
C2H jn).3.81 (3H.s).4.02C2H.t.J=6.9 
Hz).4.44(2H.s), 7.00 (IH, d. J=36.6l 
Hz). 7.28-7.31 (2H. m). 7.46 (IH, d. 
J=8.1Hz), 7.91 (2H. d. J=8.4 Hz). 
8.01 (2H. d. 0=8.4 Hz). 8.34 (IH. s)| 



H 01 



I 206- 
208 



1.24 (3H. t. J=7.2 Hz). 4.14 (2H. q.j 
J=7.2 Hz). 4.55 (2H. s). 7.50 (2H 
d. J=8.4 Hz). 7,85 (2H, d. J=8.4 
Hz). 7.89-7.93 (3H. mX 8.01 (2H. d.| 
J=8.t Hz). 8.34 (IH. s) 



H F 



H 



|3.83(3H.s).4.35 (2H. d. J=29.4 Hz). 
4.47 (2H s), 4.68 (2H. d. J=47.4 
222- Hz). 7.03 (IH, d. J=36.6 Hz).| 
224 7.30-7.33 (2H. m). 7.49 (IH. d„ 
J=8.1 Hz). 7.93 (2H. d. J=8.4 Hz).j 
la.05 (2H. d. J=8.4 Hz). 8.44 (IH. s) 



183.5 



3.81 (3H, s). 4.08 (2H. s), 4.17 (2H. 
s). 5.95(2H.s). 6.57 (IH. dd. J=8,1. 
1.5 Hz). 6.69 (IH. d. J=1.5 Hz). 
6.79 (IH. d. J=8.1 Hz). 7.02 (IH, d.l 
^^6.0 j=3e 6 Hz).7.27-7.29 (2H. m). 7.38| 
1(1 H. d J=8.4 Hz), 7.87 (4H, m) 



10 2 7 21 



tBSE#2 004-312273 



#M2 004-316251 



/^t-y. 187/ 



[^139] 



Rl 



R2 XI 



R3.R4 



R5 R6 R7 



R8 RIO R15 



e-2 



/3-2 



Me 



Me 



H.H 



H.H 



H.H 



H.H 



H H H 



H CN H 



Me H H 



OMe H H 



OMe H H 



P-2 



CH20M 



H.H 



OMe H H 



/S-2 



^-2 



Me 



H.H 



H H H 



F3C 



Me 



H.H 



H H H 



Me 



H.H 



mp 



NMRCCDCO or DMS0-d6) 



250- 
255 



214- 
216 



H 



158- 
160 



H OMe H 



H H 



Me 



US- 
ISO 



|2.30(3K5),3.BO(3H.s).4^1(2H.s),7. 
1 57- 07(1 H.s).7.42(2Kd.J=8.7Hz).7.70C 
160 |2H.d,J=8.4Hz.).7,74(2H.dJ=8,7Hz) 
i.7.82(2H.d.J=8.4Hz) 



2.30(3H.s).2.53(3H.s).4.20(2H.s).6. 
223- 13(lH.sX7.43(4H,brd.J=4,8Hz),7.7 
226 |6(2H.d.J=B.1 Hz),7.84(2H.d. J=8.4H 
z) 



H H H 



IT 



Me 



Me 



H.H 



H.H 



H H H 



F3Q 



Me 



KH 



H H H 



H I Me Me 



MS- 
US 



H H 



H 



F3C 



Me 



H.H 



OMe 



CI 



Me 



Me 



Et 



H 



1 .78(3H.q. J=1 .5HzX2.28(3H.s).2.33 
(3H,q.J=1 .5Hz).4.1 7<2H.s).7.08(1 H 
d.J=8.4Hz).7.09(1 H.d.J=8.1 Hz).7.4 
2(2H.d. J=8.1 Hz).7.74(2H.d.J=8.1 H 
|z).7.82C2H.d.J=8.4Hz) 



1.07(3H.t.J=7.5Hz).2.29(3H.s).3.09 
1 74- (2H.q. J=7.5Hz).4.20(2H.s).6.04(1 H 
1 75 s>.4.1 4(2H.s).7.41 (4H.brs).7.74(2H 
Id J=8.4Hz).7^2(2H,d^=8.1 Hz) 



198.5 DMSO 

2.29(3H,s),4.48(2H.s).7.53(2H.d.J= 

8.4Hz).7.84'"B.00(7H.m) 



199.5 



172- 
173 



DMSO 

2.02(3H.s).2.28(3H.s).3.85(3H.s).4 
42(2H.s),7.44(2H.d,J=8,4Hz).7.48( 
2H,d.J=8.4Hz).7,55(1 H.s).7.91 C2H, 
■J=8,7Hz),7.95(2H.d,J=8.7Hz) 



174.5 
175.5 



DMSO 

2.05(3Ks).258(3H.s).3.85(3H.s).4. 
32(2H.s).7.04-7.1 2(2H.m). 
7.46(1 H.d. J=8.4Hz)7.90(2H.d^=a. 
7Hz),7.95(2H.d.J=8.7Hz) 



[0 2 7 3] 



ffliE# 2004-312273 



mm 2004-316251 



: 188/ 



1 4 0 ] 



No 




R1 


R2 > 


(1 


R3.R4 


R5 F 


^6 F 


M R8 


RIO 


R15 


mp 


NMR(CDCI3 or DMSO-d6) 


2- 
145 


/S-2 




Me 


S 


H,H C 


)Me 


H 


H H 


CI 


H 






$' 
2- 
146 


/S-2 




Me 


S 


H.H ( 


DMe 


H 


H H 


F 


H ^ 


M1.5 
-213 


DMSO 

2.28(3H,s)3.84(3H.s).4.36(2H.sX7.0j 
3(1 H.d.J=36.6Hz>.7^-7.36(3H.m), 
7.50(1H.d,J=8.1Hz).7.91(2H.d.J=8. 
7Hz).7.95{2H.d.J=8.7Hz) 


^- 
2~ 
147 


/S-2 




Me 


S 


H.H 


Et 


H 


H H 


r 


u 
n 


200- 
201 


DMSO 1 
1 .1 4(3H,t J=7.5Hz),2.28(3H,s),2^6 
(2H.q,J=7.5Hz).4.42(2H,s),6.99(l H, I 
d,J=36.9Hz).7.50-7.62(3H.m)7.91 
|(2H.d^8.4Hz).7.95(2Kd.J=8.4Hz) 


1 ^~ 
148 






CH20Et 


s 


H.H 


OMe 


H 


H \ 


1 F 


H 


250- 
255(d 
ecom. 
) 


DMSO 1 
1 .1 5(3H.t, J=6.9Hz),3.54C2H,q,J=6. 
9Hz).3.83<3H.s)4.32(2H,sX4.55(2H. 
s).6.73(1 H,d,J=37.2Hz).7.1 4-7.28 1 
(2H.m).7.41(l H.d.J=8.1 Hz).7.94(2H 
.d.J=8.7Hz).8.00(2H,d.J=8.7Hz) 


iS- 
2- 
1 149 






CH=NO 
Me 


s 


H.H 


OMe 


H 


H 1 


hi F 


H 


245- 
250(d 
ecom 
) 


DMSO 1 
3.8 1 (3H.s).3.92(3H.s).4.01 (2H.s).6. 
74(1 H.d,J=36.9Hz).7.1 4-7.22 
k2H^.7.40(1 H.d. J=8.4H2) J.93(2H 
1 d.J=8.7Hz).8.03(2ad.J=8.7H2).8.3 
4(1 H.s) 1 


iS- 
2- 
I ISO 






CH=NOE 
t 


' s 


H.H 


OMe 


H 


H 


H F 


H 


pMSO 

k26(3H.U=7.2HzX3.82(3H.s).4.1 5 
(2H.q.J=6.9Hz).4.47(2H.s).7.02(1 H. 
d.J=36.6Hz).7.30(1H.s).7.31(lH.d, 1 
J=8.1H2).7.49ClH.d.J=8.lHz).7.93( 
2H,d.*i=8.4Hz>^.03(2H.d.J=8.4Hz). 
8.35(1H^) 


2- 
1 1S1 


e-2 




CH20E 


k 0 


H.H 


F 


H 


H 


H F 


H 


DMSO 1 
1 .08(3H,t J=6.9Hz).3.50(2H.q. J=6. 
9HzX4.57(2H.sX5.46(2H.s).7.02(l H 
1 d.J=36.3HzX7.45(1H.t.J=8.7Hz).7. 
55(1H.d.J=9Hz).7.58ClH.t.J=12.9H 
z).7.97(2H.d.J=8.4Hz),8.04(2H.d.J= 
l8.4Hz) 1 



10 2 7 4] 



ffliE# 2004-312273 



#M 2004-316251 



^-z?: 189/ 



[^1411 




NMR(CDCI3 or DMSO-d6) 



1 .28(3H.d. J=6:9Hz).2.57(2H).3.2 
5C1H).3.63(3H^).3£5(3H.s).4.05 
(2H^).4.09(2H.sX6.02(1 H).6^9( 
1 H).6.74(2H),7.30(1 H.d.a=7.8H2) 
.7.35(1 H).7.72(2H.d.a=8.4Hz).7.8 
1(2H.d.J=8.4Hz) 



1 .27(3H.d.J=6.9Hz).2.56(2H).3.2 
IsCl H).3.61 (3H.s).4.05(2as).4.06 
(2H.s),6.03(l H).6.30C1 HX7.1 5(2H 
Id. J=8.1 Hz).7.31 (2H.d. J=8.1 Hz). 
7.35(1 H).7.73(2H.d.J=8.4Hz).7.8 
l2(2H.d.J=8.4Hz) 



1 .28(3H.t,J=7.2Hz).2.49-2.64 
(2HM3.1 9-3.3 1 (1 H.mX3.63(3H. 
s).3.73-3.76(1 H.nn),3.83-3.86 
|(1H^W.88(3H.sX4.19(2H,s).4.5 
1-4.53(1 H.m).4.64(2H.s),4.67- 
4.69(1 H.m).6.73-6.77(2am). 
7.32(1 ad. J=7.8Hz).7.75(2H.d J= 
la.4H2).7.9Q(2H.d.J=8.4Hz) 



1 .25(3H,t.J=6.9Hz),1 .28((3H.d. J 
=7.2Hz).2.48-2,64(2amX3.1 9- 
3.31 (1 H.mX3.58(2H.q. J=7.2HzX3 
|.62(3H.sX3..88(3H.sX4.1 7(2H.s). 
4.51 (2H.sX6.72-e.76(2H.m).7.30 
i-7.34(2Hjn).7.77-7.82(2am) 



,1.16(3H.tJ=8.9Hz).1.29((3H.d.J 
U7.2Hz>.Z49-i65(2H.m)^99 
(2H.U=6.6Hz).3^0-3.32(iamX 
3.47(2aq.J=6.9HzX3.63(3as>A 
68(2aq.wl=6.6Hz),3-8B(3HsX4.t 
7(2H.sX6.73-6.77(2Hjn).7^3 
(1 H.d.J=7.8HzX7.72(2H,d.J=8.4 
]HzX).7.90(2ad.J=8.4Hz) 



1 .25(3H,t. J=5.9HzXl .28C(3H.d. J 
|=6.9HzX2.48-2.64(2H.mX3.1 9- 
|3.31(1 H,mX3.57(2H,q. J=6.9HzX3 
L63(3H.sX3..88(3H,s).4.17(2as), 
4.51(2H,sX6.71-6.77(2H^.7^2 
(lH.d.J=7.8HzX7.44- 
l7.48(2H.m).7.66-7.71 (2H jnX 



[0 2 7 51 



aiSE#2 004-3122736 



2004-316251 



✓^-v: 190/ 



[« 1 4 2 1 



R1 



R2 XI 



R3.R4 R5 R6 



R7 R8 R9 RIO 



R15 R16 



R17 mp NMR(CDCI3 or DMSO-d6) 



MeO' 



Me 



' e 



H H H H 



Me H 



Me 



1 .28(3H.d.J=6.9Hz).2.20(3H.s).2- 
1 4B-2.65(2H,m).3.1 9-3.31 (1 H.m), 
3.63(3H^).3.86(3H.s).3.88(3H^). 
4.07(2H^),6.70-6.79(2H.m). 
6.96-7.00(2Hjn),7.34 
(1 Hd.J=7.8Hz).7.6(H7.63(2H.m) 



CH=NOE 



' e 



H H H H 



Me H 



CH=NOE 



H.H r i H 
e 



H H H 



Me H 



F3C' 



CH20Me S 



e 



CH20nP 



e 



H H H H Me H 



F3C 



XT 



Me S 



CH=NOn 1 
Pr 



CH=NO( 
CH2)2F I 



H.H riH 

e 



H.H 



OM 



H H H 



Me H 



H H H H 



H H H H 



H H H 



Me H 



Me 



Me 



Me 



Me 



Me 



1 1 .28(3H.d. J=7.2H2X2^6(3H.s)2. 
47-2.62(2H.m),3.22-3.29(t Hjn), 
3.62(3H,sX3^9C3H.s). 
4.10(2H.s).6.73- 
6.76(2H^)J.32(1H,d. 
J=7.8Hz).7.73(2H.d,J=8.1 Hz),7^ 
|o(2H.d,J=8.lHz) 



Me H 



Me H 



b.98(3HX J=7.5Hz).1 .29(3H.d.J= 
6.9Hz).l .69-1 .8 1 (2H.m).2.48- 
2.65(2H.m).3.19-3.32ClH.m). 
3.63C3as).3^8(3H.sX4.1 3C2HX 
Me i J=6.9Hz}.4.30C2H.s). 
6.72-6.76(2lim), 
7,33<1 H,d,J=7.8Hz).7.75(2H.d.J= 
8.4HzX7.84(2H.d,J=8.4HzX8.20( 
1H.s) 



Me 



1 .29(3H.d. J=7^Hz).2.49-2.65 
(2H,mX3.20-3.32(l H.m).3.63 
(3H.s).3.8(3H.s),458(2H.s).4.39( 
2H.d.J=28.5Hz). 
4.69(2ad.J=47.4Hz).6.73- 
6.77(2am).7.32(lKd. 
J=7.5Hz).7.76(2H.d.J=8.4HzX7.8 
l3(2KdJ=8.4H2), 8.26 (1H, s) 



CC- 
15 



F3C 



(CH2)20 I 
Me 



H>^ °« I H H 

e 



Me H 



]l729(3H.d.J=6.9Hz).2.49-2.65 
(2H.mX2.99C2H,t,J=65H2),3.22- 
3.35(4H.m).3.63(3H.s).3.64(2H.t, 
Me I J=6.9Hz).3.88(3H.sX4.15(2H.s).6 
,72-6.77(2H,it0.7.33(1 H,d.a=7.8 
HzX7.73(2H.d.J=8.4Hz).7^8(2H. 
ld.J=8.4Hz) 



[0 2 7 6] 



tiiSE# 2004-3122736 



#M 2004-316251 



^-y: 191/ 



1 4 3 1 



No 



Rl R2 



cc- 

16 



CC- 
17 



CC- 
18 



CC- 
19 



CC- 
20 



CC- 
21 



CC- 
22 



CC- 
23 



CC- 
24 



(T'V^ |CH=NOc 
iFsC-^ I Pen 



CH=NOi 
Pr 



CH=NO 



CH=NO( 



PC"^ CH2)2CI 



XI R3.R4 R5 R6 



R7 



R8 R9 



Si H.H 1°^^ I H I H 
1 ' e ' ' 



S I KH |°" I H I H 

' e 



S 1 1 H I H 



H H 



H H 



RIO 



R15 



R16 R17 



Me 



H Me 



H H 



S 1 KH ri H IH 



H H 



S I RH P^l H |H 



CH20nP 



Jf T CH=NO 



F3C 



F3C 



S I H.H |°^| H |H 



S I W I H I H 



Me 



CHZOEt 



H.H I H H H 



H.H °" I H 1 H 
e 



H H 



H H 



H Me 



H Me 



H Me 



mp 



H Me 



H Me 



H Me 



H Me 



H Me 



NMR(CDC13 or DMSO-d6) 



1 .29(3H.d.J=6^Hz).2.49-2.65 
(2H.in).3.20-3.32(1 H.m),3.62 
(3H.s),3.84(3H.s).3.91(2H.s).4.D5 
K2H,s).5.93(2H.s).6.56-6.59 (2K 
m).6.70-8.76(3H.m).7.29(1 H,d. 
Lj=8.4H2).7.68(2H.d,J=B.4Hz).7.7 
4 (2H.d.J=8.4Hz) 



1 .29(3ad.J=6.9H2).l .6-1 .B(8H. 
m).2.48-2.65(2H.m),3.1 9-3.31 
(1 H^).3.63(3H.s).3.87(3H.sX4.3 
0(2H.sX4.78(1 HjTi).6.72-6.76 
(2H.m).7.32(lH.d.J=7.8 Hz). 7.75 
(2H.d.J=8.7Hz).7.84(2ad.J=8.7 
Hz). 8.16(1H.5) 



|l.29(3Kd.J=6.9Hz).1 .32{6H.d.j! 
6.6Hz).2.48-2.65(2H/n).3.1 9- 
3.31(1HM3.63(3KsUB7(3H.s) 
I A30(2H,s)A41 -4.49(1 Km),8.72 
-6.76(2H^).7.32(1 H.d.J=7.8Hz). 
|7.75(2H.d,J=8.4Hz).7.84(2H,d.J= 
l8.4H2).8.1B(lH.s) 



1 .29(3H.d, J=6.9H2X2.48-2.65 
(2H.m).3.20-3.29(1 H.m).3.63(3H. 
s).3.88(3H.s).3.97(3as).4.30C2H. 
s).6.73-6.79(2H^).7.34(1 H.d. 
J=7.5Hz).7.75(2H.d,J=8.4Hz).7.8 
3(2H, d J=8.4Hz). 8.1 5 (IH. s) 



1 1 .29(3H.d.J=6.6Hz).2.49-2.66 
(2Hjn).3.20-3.32(1 Hjn),3.64(3H. 
s).3.78(2H.tJ=5.7Hz).3.88(3H.s). 
4.28(2H.s).4.38(2H,t.J=5.7H2).6. 
73-6.77{2H4fl).7.32(1H.d.J=7.5 
Hz). 7.77 (2H. d. J=8.4 Hz). 7.82 
(2H, d. J=8.4 Hz), 8.26 (IKs) 



H Me 



H H Me 



H H 



Me 



Me 



H Me 



H Me 



H Me 



H Me 



p.94(3H.tJ=7,5Hz).1 .28(3H.d J= 
7.2Hz),1 .60-1 .67(2H.mX2.48- 
2.64(2H^).3.19-3.31(1H.m). 
3.47(2H.tJ=6.6Hz).3.63(3H,s).3 
88(3H.s).4.1 7(2H.s)A50(2H.s).6. 
72-6.76(2H.m).7.32(1 Kd,J=7.8 
Hz), 7.45 (2H, d. J=8.4 Hz), 7.70 
(2H. d, J=8.4 Hz) 



1 .29(3H,d).2.48-2.65(2H.m).3.1 9 
-3.32(1 H^,3.63(3H,s).3.88(3a 
s),3.97(3KsX4.29(2H,s).6.73- 
6.77(2H.m).7.32-7.35(3H.m). 
7.75(2H.d.J=8.7 Hz). 8.13 (IH. s) 



[0 2 7 7] 



miiE# 2004-3122736 



#M 2004-316251 



✓^-5;: 192/ 



1 4 4 1 



No 



R1 



|CC- 
25 

|CC- 
26 



I CC- 
27 



1 CC- 
28 



1 CC- 
29 



I CC- 
30 



I co- 
at 

I CC- 
32 



I CC- 
33 



I CC- 
34 



L.c-O' 



R2 



CH20nP 



CH20CH 
2cPr 



CH20Et 



Me 



F3C' 



CH20Et 



FaC 



F3C' 



Me 



XI R3.R4 



R5 



R6 R7 



OM 
e 



H.H 



OM 
e 



H.H 



OM 
e 



H.H 



H.H 



O H.H 



H.H 



OM 
e 



OM 
e 



O HH 



CH20Et 



F3C' 



Me 



S H.H 



S KH 



R8 R9 



H H 



H H 



H H 



H H 



H H 



H H , H 



RIO 



R15 



H H H 



H H H 



H H H 



H H H 



H H 



H H 



H H 



H H H Me 



R16 



Me 



Me 



Me 



Me 



Me 



R17 mp 



Me 



H Me 



H H H 



H H H 



H H 



H H 



H H H 



H H H 



Me 



Me 



Me 



Me 



Me 



Me 



Me 



NMR(CDCI3 or DMSO-dS) 



Me 



Me 



Me 



Me 



Me 



Me 



Me 



I 00- 
35 



Me 



S H.H 



H H 



H H H 



Me 



Me 



2.09(3H.s).2.30(3H.s).2.59(2H.m) 
,3.22(2H.m).4.11(3H.s).5.l7(2H.s 
),7.1 5(2H,d. J=8.4H2).7.34(2H.d.J 
8.1 Hz).7.73(2H,d.J=8.7Hz).7.81 
(d.J=8.1Hz) 



I CC- 
36 



CC- 
37 



00- 
38 



F3C 



0H20Et 



CH20nP 



S H,H 



Me 



S H.H 



OM 



H H 



H H H 



Me 



H H 



H H H 



Me 



H H H 



Me 



Me 



.25(3H.t.J=6.9Hz).1 .26(3H.d, J= 
7.2Hz)^55(2H).3.27(1 H).3.58(2 
H,ci.J=a9Hz).3.6U3H.sX4.21 (2H 
s).4,50(2KsX7.15(2H,d,J=8.1 Hz) 
.7.35(2H,d, J=8.1 Hz).7.75(2H.d J= 
8.4Hz).7,87(2H.d.J=8.4Hz) 



Me 



0.95(3H.t.J=7^Hz)»l 27(3H.d.J= 
6.9Hz),1 .65(2H).2.55(2H).3^3(1 
H).3.48(2H.q. J=6.9Hz).3.61 (3H.s 
).4^1 (2H,s)A50C2H.s),7.1 5(2H.d 
. j=8.1 Hz).7.35(2H.d,J=8.1 Hz),7. 
75(2H.dJ=8.4H2X7.89(2H.d.J=8. 
4Hz) 



Me 



1 .28(3H,d,J=8.4Hz).2.21 (3H.s).2, 
55(2H)3.23(1 H)^.62(3H^).3.88( 
3Ks).4,07(2H.s).6.72-6.76(2H. 
m),7.32(1 H.d.J=8.4H2).7.44(2ad 



[0 2 7 8] 



mSE#2 004-3122736 



#0 2004-316251 



y<-^J : 193/ 



1 4 5 1 



No 



CC- 
39 



CC- 
40 



CC- 
41 



CC- 
42 



CC- 
43 



CC- 
44 



R1 



R2 



Me 



XI R3.R4 



S H.H 



R5 



R6 R7 R8 



R9 



s h;h 



OM 



Me 



S H.H 



CH20Et 



F3C' 



jcr 



CH20Et 



F3C' 



S H,H 



S H.H 



H H 



H H 



H H H 



RIO 



H H H 



H H H 



S H.H F 



H H H 



R15 



R16 



Me 



Me 



Me 



Me 



Me 



R17 



Me 



mp 



NMR(CDC!3 or DMSO-d6) 



l,J=8.4Hz).7.61(2H.<U=8.4H2) 



1 .26(3H.d,J=6.9H2).2.20(3H.s),2. 
55(2H)3.24(1 H).3.61 (3H,s)A09( 
3H.s).7.14C2H.d,J=8.1 H2),7.34(1 
H.d,J=8.4Hz),7.44(2H.d.J=8.4Hz 
|)J.62(2H.dJ=8.4Hz) 



Me 



Me 



Me H 



Me 



Me 



1 .27(3H.d.J=6.9Hz).2.23(3H.s).2. 
56(2H)3.25(1 H).3.62(3H,s).3.88C 
3H.s).4.08(2H.s).6.72-6.76(2H 
m).7.32(1 H.d.J=8.4Hz).7.71(2Kd 
,J=8.4H2) 



1 .27(3H,d.J=6.9Hz).2.27(3H.s)J2. 
55C2H)3.25(1 H).3.62(3H^).4.09C 
2H.s).6.91 -7.00(2H.m).755 
(1 H.t,J=8.1Hz).7.73(2H.dJ=8.4H 
lz).7.81(2H.dJ=a4H2) 



1 .25(3H.t J=8.4K2).1 .26(3H.t,J 
6.9H2).2.55(2H)3^5(1 H),3.59(2H 
.q.J=6.9H2),3.62(3H^X4.1 8(2H.s 
X4.53(2H.s).6.95(2H,d.J=8,7H2X 
7.32~7.39(3H,m). 
l7.79(2adJ=a.7Hz) 



1 1 .26(3H,d,J=6.9Hz).1 .27(3H.d,J= 
8.1H2)Z55(2H)3.27(1HW.61(2H 
.q,J=8.2H2).3.62(3H.s),8.95(2H.d 
.J=9.6H2).7.37(1 HX J=7.5HzX7.7 
5(2H,dJ=8.4H2X 
7.83(2H.d.J=84Hz) 



Me 



|l^7(3ad.J=8.1HzXl .34(3H.t J= 
7.2H2X2.55(2H)3.25(1 HX3.62(3H 

Ux4^6(2aq..J=7^H2).4.31(2H. 
5X6,04(2H.d.J=9.4Hz),7.36(l H.t 

|j^8.2H2).7.82(2Kd.J=8.2H2) 



CC- 
45 



CH20Et 



S H,H 



F H H H 



Me 



Me 



1 .25(3H.t J=7.2Hz).2.54(2H)^.2 
4(1 HX3.58(2H.q.J=7^HzX3.62(3 
H.sX6,93(2H.d.J=9.6Hz).7.37(l H. 
tJ=7.2Hz).7.46(2H.d,J=a.4Hz),7 
68(2Kd,J=8.4H2) 



CC- 
46 



Me 



S H,H 



F H H 



Me 



Me 



CC- 
47 



CC- 
48 



CH20Et 



S H,H 



F H H 



Me 



Me 



1 .27(3H.t, J=6.9H2),1 .29(3H.d.a= 
6.9Hz)Z61(2H)^.59C2H.q.J=6.9 
Hz).3.63C3H^X4^3(2H^X4.53(2 
H.sX7.08-7.1 5(3H.mX7.75(2H,d. 
J=8.4H2)7.87(2H.d,J=8.4Hz) 



KH 



F H 



H H 



Me 



H Me 



0.97(3H.t J=7.2Hz).1 .28(3H.d.J= 
6.9H2XI .64(2HX2.61(2HX3.49(3 
H.s).3.62(3H,sX4.23(2H.sX4.52(2 
H.sX7.07-7.14(3H^X7.7S(2H,d. 



[0 2 7 91 



miE#2 004-3122736 



#11 2004-316251 



^-v: 194/ 



I* 1 4 6 1 



No 



Rl 



CC- 1 
49 



CC- I 
50 



CC- 
51 



cc- 

52 



CC- 
53 



CC- I 
54 



CC- 
55 



CH=NOE 



P3C' 



FaC 



a 



R2 



XI 



Me 



CH=NOE 
t 



CH20Et 



CH20Et 



CH=NOE 
t 



R3,R4 



CH=NOE 
t 



H,H 



H.H 



KH 



R5 



R6 



H.H 



H,H 



R7 



Me 



Me 



R8 R9 



Me 



Me 



H H 



OM 
e 



RIO 



H H 



H H 



H H 



H H 



H H 



H H 



H H 



R15 



Me 



Me 



R16 



Me 



Me 



Me 



Me 



Me 



Me 



Me 



Me 



Me 



mp 



J=8.4H2).7^7(2H.d.J=8.4H2) 



NMR(CDCi3 or DMSO-<16> 



1 ^9(3KdJ=6.9Hz).1 .34(3H,t. J= 
6.9H2).2.61(2HX353(1 HX3.62(3 
H.s)A23(2H,qJ=6.9H2).4.37(2H, 
s).7.10-7.1 5(3H.m).7.76(2H.d. 
J =8.4HzX7.82(2H,d.J=8.4Hz) 
22(3H.d.J=7^Hz).2.24(3H.s).2. 



1 

34(3H.s).2.55(2H).3.51 (1 HI3.62 
(3as).4.1 1(2H.s).7.09-7.24(3H. 
m),7.71(2H.d.U=8.4H2).7.82(2ad 
i=8.4Hz) 



.22(3H.d,J=6.9Hz),2.35(3H.tJ= 
7^Hz)^34(3K5).2.55(2H).3.49( 
1 H J.3.63(3H.s>,4^2(2H),4.35(2H 

;)7.1 0(1 Kd.J=a.1 H2).7.22(1 H.d. 
J=4.8H2).7.76C2H.d,J=8.4Hz).7.8 
3(2H,d.J:=8>4Hz) 



Me 



Me 



Me 



.21 (3Kd.J=6.9Hz).1 .25(3H.t J= 
9H2).2.33(3H^)Z55(2H).3.48( 
Ha3.56(2H.q.J=6.9Hz).3.62(3H 
,sX4.1 9(2H.s).4.47(2H.s).7.1 0(1 H 
d.J=8,1 Hz).7.19-7,25(2H.mX 
.46(2H.d.J=8.4HzX7.67(2H.d.J= 
4Hz) 



.22(3H.d.J=6.9HzXl.26(3HxJ= 
6.9Hz)^.33(3H3)^55(2H)^.48( 
1 H3,3.57(2H,q.J=6.9HzX3.62(3H 
sX4.01 (2H.sX4.50(2H^X7.1 3(1 H 
d. J=7.8Hz).7.1 9-7.25(2H.m). 
7.75(2H.d,J=8.4H2X7.88(2H.d.J= 
8.4Hz) 



1 .27(3H,t J=7.2HzXl .35(3H,t. J= 
7.2Hz).2.47-2.64(2H.mX3.1 8- 
3.31 (1 H.m).3.62(3H.s).4.23(2H.q, 
J=7.2HzX4.35(2H.sX7.1 5(2H,d,J 
=8.1HzX7.37(2H.d.J=8.1Hz).7.76 
(2H.d.J=8.4Hz).7.83<2H.d.J=8.4 
Hz) 



.29(3H.t J=6.9H2>,1 .33(3H.t, J= 
6.9HzX2.48-2.65(2H.mX3.17- 
3.32(1 H,mX3.63(3H.sX3.87(3H.s) 
,4.22(2H.q.J=6.9HzX4.30(2H.s).6 
.70-6.80(2H,mX7.33(1 H.d.J= 
7.8Hz).7.75(2H.d.J=8.4HzX7.84( 
2Kd. J=8.4Hz).8.1 8(1 H,s) 



[0 2 8 0] 



HiiE#2 004-3122736 



#® 2004-316251 



^--j: 195/ 



1 4 7 1 



No 1^1 Ri 



Iccc 
-1 I IF3C 



Iccc 

-2 1 IF; 



Iccc 

-3 



R2 



XI 



CH20(C 
H2)2F 



jccc 

-4 



F3CO' 



Iccc 

-5 



F3C 



(CH2)20 
Et 



CCC 
-6 



CH20Et 



R3.R4 




H.H 



DM 



H,H 



H H H 



H H H 



H.H 



OM 

e 



H.H 



OM 



CH20Et 



H,H 



H.H 



OM 

e 



OM 

e 



H H H 



H H H 



H H H 



H H H 



H H 



Me 



Me 



Me 



Me 



oil 



.31(3H.d.J=6.9Hz).2.60(2H).3.2 
4(1 HX3^5(3H.s).4.05(2H.s)A08 
(2H.s).6.02<1 H).6.29(1 H).6.74(2H 

7.30(1 H.d, J=7.8H2),7.34(1 H),7. 
72(2H.d J=8.4Hz).7.801 (2ad. J= 

.4H2) 



oil 



.29(3H.d.J=6.9Hz),2.59(2H).3.2 
4(1 H).4.04(2Ks>.4.06(2H.s).6.03 
(1 H).6.30(1 H).7.1 5(2H.d.J=8.4H2 
),7.32(2H.d.J=8.4H2),7.35(l H).7 
72(2H,d.J=:8.4H2).7.81 (2H.d. J=8. 

4Hz) 



Me H 



Me 



NMR(CDCI3 or DMSO-d6) 



, .30(3HxJ=6.9Hz).2.52-2.68 
(2H.fn),3.1 8-3.30(1 H.m).72-3.75 

H.in).3.82-3.85(1H.m).3.87 
(3H,s).4.19(2H.s).4.50-4,53(l H. 
m).4.63(2H.s).4.66-4.68(1 H.m). 
i.73-6.80(2H.m).7.32(1 H.d.J= 
.4Hz).7.74(2H.dJ=8.4Hz).7^9(2 

Ld.J=8.4Hz) 



1 .25(3H,t J=7.2Hz).1 .30((3H,d.J 
=7.2Hz).2.52-2.68(2H.m).3.1 8- 
J.30(1 H.m).3.57(2H,q. J=7.2Hz).3 
.88(3H.s).4.1 7(2H,s)A51 (2H.s),6 
.71-6.77(2H.m).7.30- 
f .34(2H.m).7.77-7.81 (2H.m) 



1 .1 5(3H.U=7^H2).1 .32((3H.d.J 
:6.9Hz),2.54-2.69(2H.fn)Z90 
(2H.t, J=6.6Hz).3.1 9-3.31 (t HjnO, 
^.46(2H.q,J=7.2Hz),3.63(2H.tJ= 
6.6H2).3..87(3H.s).4.14(2H.s).6.6 
3-6.78(2H.m) .7.33(1 H.d,J=7,8 
HzX7.72(2H.d,J=8.4Hz).)7A9(2 
H.d.J=8.4Hz) 



. .24(3H.t J=6.9Hz).1 .30((3H.d.J 
=6.9H2).2,52-2.68(2H,m),ai 8- 
3.30(1 H.m).3.5B(2H»q,J=6.9H2),3 
..878(3H.sX4.1 6(2H^).4.50(2H.s) 
,6.72-6.77(2H,m)J.33(1H.d.J- 
7.5Hz>.7.42-7.47(2H^).7.66- 
7.70(2H.m) 



[0 2 8 11 



miE# 2004-3122736 
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^--j: 196/ 



[^1 4 81 



R1 



MeO' 



XT 



CH=NOE 



F3CO 



R2 



XI 



Me 



R3.R4 R5 R6 



R7 



e 



H.H 



OM 



CH=NOE| 
t 



CH20Me S 



CH20nP 



H.H 



OM 



H,H 



OM 



H.H 



OM 



F3C 



ccc 

-14 



Me S 



CH=NOn I 
Rr 



F3C' 



CH=NO{ 
GH2)2F I 



CCC 
-15 



(CH2)20 I 
Me 



R8 R9 R10 



R15 



H H H 



H H H 



H H H 



e 



e 



CM 



H H 



Me 



Me 



R16 



Me 



Me 



H H H Me 



H H H Me 



mp 



NMR(CDC13 or DMSO-d6) 



|l.3U3H.d.J=6.9H2).2.20(3H,sX2. 
53-2.69(2H^).3.1 9-3.31 (1 H.m). 
3.86(3H^)»3^8C3H.$).4.07(2H.s). 
6.73(1H,s).6.76(lH.dLJ=7.8Hz).6. 
96-7.03(2H^).7;j4(1 H.d.J=7.8 
lH2).7.59-7.63(2Hjn) 



Ol- 
ios 



84- 



oil 



1 .3 1 (3H.d. J=6.9Hz).2.52-2.69 
(2H.m).3.1 8-3.30(1 Hjn),3.42 
(3H,s).3.88(3H.s).4.1 8(2H,sX4.48 
(2H.s).6.73-6.77(2H.m).7.33 
(1 H.d.J=8.1Hz).7.74(2H,d.J=8.1 
lHz).7.87(2H,dJ=8.1Hz) 



0.94C3H.t,J=7.2H2),1.3n3H.cl.J= 
6.9Hz).l .58-1 .70(2Hjfn).i52- 
2.69(2H,m),3.1 9-3.30(1 Hjml 
oil l3.48(2H.tJ=6.6Hz).3.88(3H^).4. 
1 1 7(2H.sX4.50(2H.s),6.73-6.77 
(2H.m).7,30-7.34(3HM7.80 
|(2H«d,J=9.0Hz) 



1 .31 (3H.d. J=6.9H2X2^6C3H,s).2 
1 5. |53-2.69(2H.mX3.21-3,31 (1 H,m), 
3.88(3H.s).4.l0(2H.sX6.73-6.77 
1 1 7. lC2H.ni).7.33(l H.dJ=8.t H2).7.73( 
5 |2H,d.J=8.lHzX 
7.80(2H.d.J=8.1Hz) 



H H 



Me 



H H H Me 



h;h 



OM 



H H Me 



71.0 
72.0 



0.97(3H.t J=7.5H2X1 .31(3H.d,J= 
6.9HzXl .71 -1 .80(2H^X2.52 
|2.70(2H.mX3.21-3-31(1H.mX 

3.87(3H.sX4.1 3(2H,tJ=6.9HzX4. 
l30(2H.sX6.73(1 H.sX6.76(1 H.d.J 

7.8HzX7.34(lH.d.J=7.BH2X 7.75 

(2H. d. J=8.1 H2). 7.84 (2H. d. 

J=8.1 HzX 8.19 (1H.s) 



92.0 
93.5 



1 .31 (3H. d, J=6^ Hz). 2.52-2.70 
(2H. mX 3.19-3.31 (IK mX 3.87 
(3H. s). 4.28 (2H. s). 4.38 (2H, d, 
J=28.5 HzX 4.68 (2H. d. J=47.4 
HzX 6.74-6.78 (2H. m). 7.33 (1H. 
d. J=7.8 HzX 7.76 (2H. d, J=8.4 
Hz). 7.83 C2H. d, J=8.4 Hz). 8.25 
(1H.S) 



80.0 
81.0 



.32(3Ad, J=6.9Hz).2.54-2.69(2 
H.in).2.89(2H.t J=6.9H2).3.21 -3. 
33(4H/nX3.59(2RtJ=6.9Hz).3.8 
7(3H.s).4.1 3(2H.s).6.74-6.78(2H. 
lsX7.33(1 H.d.J=7.8H2X7.73C2H.d. 



10 2 8 2] 



mSE#2 004-312273 
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y<-^J : 197/ 



1 4 9 1 



No 



R1 



CCC 
-16 



R2 



XI 



R3.R4 



H.H 



OM 
e 



R5 



R6 



R7 R8 R9 



H H H 



RIO R15 R16 mp 



J=:8.7Hz).7.86(2H.d,J=8.7Hz) 



H Me H 



70.0 



72.0 



NMR(CDCI3 or DMSO-d6) 



1.31 (3H. d. J=7.2 Hz). 2.53-2-59 
(2H. m). 3,21-3J28 (IH. m). 3.83 
(3H. s), 3.90 (2H. s). 4.04 (2H. s). 
5.94 (2H. s), 6.55-8.58 (2H. m). 
6,70-6.76 (3H, m). 7.28 <1H, d. 
J=8.1 Hz). 7.68 (2H. d. J=8.4 
HzV 7.74 (2H. d. J=8.4 Hz) 



CCC 
-17 



F3C 



CH=NOc 
Pen 



CCC 
-18 



CCC 
19 



CCC 
20 



F3C 



XX 



CH=NOi 
Pr 



H,H 



OM 



H H H 



KH 



OM 



H H H 



CH=NO 
Me 



F3C' 



CH=NO( 
CH2)2CI 



H.H 



OM 
e 



H.H 



Me H 



71.0 



72,5 



1 .32 (3H. d. J=6.9 Hz). 1 .59-1.86 
(8H, ml 2.53-2,70 (2H. m) 
3.21-3.29 (IH. m). 3.87 (3H. s). 
4.30 (2H. s). 4.78 (IH, m). 6.73- 
6.77 (2H. m). 7.33 (1H. d. J=7.8 
Hz). 7.75 (2H. d. J=8.4 Hz). 7.84 
(2H. d. J=8,4Hz). 8.16 (IH s) 



H Me 



86.0 



87.0 



H 



H H H 



OM 
e 



H H H 



1.30-1.33 (9H. m), 2.53-2.70 
(2H. m). 3,19-3.31 (IH, m). 3.87 
(3H, m). 4.30 (2H. s). 4,39-4.51 
(IH. m). 6.73-6.78 (2H. m). 7.34 
(IH. d. J=7.8 Hz), 7.75 (2H. d. 
J=8.4 Hz). 7.84 (2H. d. J=8.4 
Hz). 8.18 (IH. s) 



H Me H 



83.0 



84.0 



H Me H 



1 105. 

5- 
|107. 
0 



1.31 (3H. d. J=6,9 Hz). 2^3-2.70 
(2H. m). 3.19-3.31 (IH. m). 3.87 
(3H. s). 3.97 (3H. s). 4.30 (2H. s). 
6.73-6.77 (2H. m). 7.35 (IH. d 
J=7.8 Hz). 7.75 (2H. d. J=8.4 
Hz). 7.83 (2H. d. J=8.4 Hz). 8.15 
(IH.s) 



1 .32 (3a d, J=6.9 Hz). 2.53-2.70 
(2H, m). 3.19-3.31 (IH. m). 3.77 
(2H. t. J=5.7 Hz). 3.88 OK s). 
4.28 (2H. s). 4.37 (2H. t. J=5.7 
Hz). 6.74-6.78 (2H. m). 7.32 (IH, 
d. J=7.5 Hz). 7.76 (2H. d. J=8.4 
Hz), 7.82 (2H. d. J=8.4 Hz). 8.25 
(lH.s) 



CCC 
-21 



GH20nP 
r 



H.H 



OM 
e 



H H H 



H Me 



on 



CCC 
-22 



CH=NO 
Me 



H.H 



OM 

e 



H H H 



Me 



99.0 

1 100. 
0 



0.94 (3H. t, J=7.5 Hz). 1.31 (3H. 
d. J=8.9 Hz). 1.57-1.69 (2H. m). 
2,52-2.69 (2H. m), 3.1B-3.30 
(IH. m). 3.46 (2H. t. J=:6.6 Hz). 
3.87 (3H. s). 4.16 (2H. s). 4.49 
(2H. s). 6.73-6.77 (2H. m). 7.33 
(IH. d. J=7.5 Hz). 7.45 (2H 
1=8.4 Hz). 7.69 (2H. d. J=8.4 Hz) 



1,31 (3a d. J=6.9 Hz). 2,52-2.70 
(2H. m). 3.19-3.31 (IH. m). 3.87 
(3a s), 3.96 (3a s). 4.29 (2a s) 
6.73-6.77 (2H. m). 7.33-7.35 
(3H. m). 7.74 (2H, d. J=8.7 Hz) 
8.12 (las) 



[0 2 8 31 



aiiE# 2004-3122736 
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^-5^: 198/ 




1 5 0 1 



No 



Iccc 

-23 



Iccc 

-24 



Iccc 

-25 



Iccc 

-26 



R1 



R2 



Me 



CH20Et 



CH20nP 



XI 



|CH20CH 
2cPr 



R3,R4 



H.H 



H.H 



H.H 



R5 



CM 



CM 



CM 



R6 



R9 RIO 



H H 



H H 



H H 



R15 



R16 mp 



Me 



Me 



Me 



H H 



Me 



, BB- 
SS 



82- 
84 



H 



65- 
69 



55- 
58 



NMR(CDC13 or DMSO-d6) 



Iccc 

-27 



Iccc 

-28 



Iccc 

-29 



Iccc 

-30 



jccc 

-31 



Iccc 

-32 



Iccc 

-33 



Iccc 

-34 



Iccc 

-35 



Iccc 

-36 



CH20Et 



F3C 



Me 



F3C 



CH20Et 



Me 



F3C 



.XT 



CH20Et 



F3C 



Me 



F3C 



xy 



CH20Et 



H.H 



DM 
e 



H H H 



Me 



1121- 
123 



H.H 



CM 



H.H 



CM 

e 



H.H 



H,H 



H.H 



H.H 



H.H 



H.H 



H.H 



H H H 



Me 



1127 
129 



H H H 



H H H 



H H H 



H H H 



H H H 



H H H 



H H H 



H H H 



Me 



Me 



Me 



Me 



Me 



Me 



Me 



Me 



96 
98 



|124- 
126 



I122- 
124 



1113- 
115 



Me 



I 90- 
92 



Me 



1 108 
109 



,183- 
H |186 
5 



I 83 
84 



1 .28(3H.d,J=7^Hz).2.30(3H,s);i. | 
59(2H.m),3^4(1 H,m>,4.11 (3H.s). 
4.79(2H,s.),7.15(2H.d,J=8.4H2)J | 
.34(2H.d.J=8.4Hz),7.74(2H.in),7. 
81(2H.m) 



.1 3C3H.t J=6.9Hz).1 .1 8(3H.d J= 
6.9H2).3.1 5(1H).3.51(2H).4.32(2 
H.s).4.50(2H.sX7.22(2H.d.J=8.4H 
z),7.35(2H.d.J=8.4Hz).7.93(2H.d 
J=8.7Hz)>7.99(2H.d.J=8.4Hz) 



[0 2 8 4] 



ttliE# 2004-3122736 
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: 199/ 



l«l 5 11 



No 



R1 R2 XI R3,R4 



R5 



R6 R7 R8 R9 RIO 



R15 



R16 



mp 



NMR(CDCI3 or DMSO-d6) 



CCC 
-37 



CCC 
-38 



H,H 



Me S 



DM 

e 



H H H H 



Me 



0,94(3HxJ=7.2H2).1.29(3H.d.J= 
6.9H2).1 .64(2H).2.58(2H),3.26(1 
59- |H).3.47(3H.tJ=6.6Hz).4.21 (2H.s) 
60 1 .4.49(2H^).7.1 5(2H,d. J=8.4Hz) J 
.34(2ad.J=B.4Hz).7,74(2H.dJ=8. 
4Hzy7.87(2ad.J=8.4H2) 



H H H H 



Me 



1 .30(3H.d.J=6.9Hz),2.21 (3H^)^ 
65(2H).3.24(1 H).3.87(3as),4.07( 
116-l2H,s).6,72- 

117 |6.78(2H^).7.32(1H.d,J=8.4Hz).7 
.44(2H.d.J=8.4Hz).7.6 1 (2H,dJ=8. 
4Hz) 



CCC 

-39 



Me S 



H.H 



H H H H 



Me 



149- 
150 



ll^9(3H.d.J=6.9Hz).2.1 9(3H.s).2, 
59(2H)3.24(1 H).4.09(2H.s).7.1 4( 
' 2H,d.J=8.4H2).7.34(2H.d.J=8.4H 
2).7.44(2H.d.J=8.4H2)7.62(2H.d 
J=8.4Hz) 



CCC 
-40 



CCC 
-41 



CCC 
"42 



CCC 
43 



CCC 
44 



F3CO' 



^ \ Me S 



DM 



H H H H 



Me 



H 



75- 
76 



F3C 



Me S 



H H H H 



CH20Et S 



H.H 



H H H H 



CH20Et S 



H,H 



H.H 



H H H H 



H H H H 



Me 



Me 



Me 



Me 



1 1 .30(3H.d. J=6.9Hz).2.23(3H,s),2 
60(2H).3.24C1 H).3.88(3H.s).4.07( 
2H.s).6.72- 

6.78(2am).7.32(3H,d.a=8.4H2).7 
l71(2H.d.J=8.4H2) 



117 
118 



1 .30(3H.d.J=6.9Hz),2.26(3H.s).2, 
59(2H).3.24C1 H).4.09<2H.sX6.92( 
1 H.s).6.96Cl H.m.X7^5(1 H.d. J=8. 
4Hz).7.73(2H,d.J=8.4H2).7.80(2 
H.d.J=8.4H2) 



55- 
56 



1 .25(3H.tJ=6.9Hz).1 ^9(3H.d. J= 
6.9Hz)^.59(2HX3^4(1 H).3.59(2 
H.q.J=6.9H2).4.1 8(2Ks).4.52(2H 
s);6.94(2H.d,J=9.0Hz).7.31 
l7.40(3H.m.).7.79(2H.dJ=8.4Hz) 



1 .2e(3H,tJ=6.9Hz).1 .29(3H,d.J= 
6.9H2)^.59(2HU23C1H).3.59(2 
87- H.q.J=6.9Hz).4.19(2H^).4.54(2H. 
88 s).6.94(2H,d.J=9.0H2).7.36(3H.t, 
J=7.5Hz).7.74(2ad,J=8.4Hz).7.8 
7(2H.d,J=8.4) 



1 .29(3H.d J=6.9Hz).1 .34(3HX J= 
6.9Hz).2.58(2HX3.24(1 H),3.59(2 
1 48- |h),4.31 (2H.s),6.94(2H.d.J=9.0H2 
149 |>.7^7C3atJ=7.5H2).7.74C2H.d,J 
i=8.4H2).7.87(2ad.J=8.4)3.1 6(1 
H,s) 



CCC 
45 



CCC 
46 



CH20Et S 



H.H 



H 



Me 



H,H 



H H 



Me 



H H 



Me 



1 .25(3H.tJ=6.9Hz),1 .28(3H.d. J= 
,6.9Hz).2.59(2H).3.23(l H).3.59(2 
60- H.q. J=6.9Hz).4.1 8C2H.s).4.51 (2H, 
61 |s).6.94(2H.d.J=9.0Hz),7.37(3H.t. 
J=7.5Hz).7.46(2H.d.J=B.4H2X7.6 
7(2H.d.J=8.4) 



[0 2 8 51 



aiiiE#2 004-3122736 



#M 2004-316251 



^->?: 200/ 



mi 5 21 



R1 



R2 



CH20Et 



XI R3.R4 



CHZOnP 



S H.H 



S HM 



RS 



R6 



R8 



R9 



RIO R15 



H H 



H 



R1 6 mp 



H M© 



H Me 



NMR(CDCI3 or DMSO-d6) 



1 .26(3H.tJ=6,9Hz),1.30(3H,d.J= 
6.9Hz).2.64(2H).3.49(lH).3.59(2 
64- H.q.J=6.9Hz),4^3(2H.s).4.52(2H 
65 |s).7.07- 

7.1 4(3H^.).7.75(2H.d.J=8.4Hz), 
|7.87(2HAJ=8.4) 



l0.98(3H.tJ=7.2Hz).1 ,30(3H.d.J= 
_ 7.2Hz).1.67(2H).2,65(2H).3.49<3 
H I H).4.23(2H.s).4.52(2H.s).7.07- 
7.14(3H^.).7.75(2H.d.J=8.1HzX 
|7.87(2H.d,J=8.1) 



CH=NOE 



H.H 



H H 



H Me 



j 1 ,32(3H.t J=7.2Hz).1 .35(3H.d.J: 
7.2Hz)^54(2H).3.49(l H).4.23C2 
H V^^" H.q. J=6.9Hz).4.38(2H.s).7.1 1 
^ 7.26(3H^.).7.75(2H.d. J=8.4Hz). 
|7.82(2H,d.J=8.4) 



Me 



H.H 



H Me 



H H 



H 



H Me 



H 



I 74- 
75 



CH=NOE 
t 



CH20Et 



CH=NOE 
t 



CH20Et 



H,H 



H Me 



H H 



H Me 



H Me 



H H 



H Me 



H.H H 



CH=NOE 
t 



H.H 



|0M 

e 



H 



H Me 



H H 



H 



H H 



H H 



H Me 



H Me 



|l .23(3H.d.J=6.6Hz),2.22(3H.s).2, 
32(3H,sX2.57(2H),3.47(1 H,X4.09 

(2H.s)J.11- 
7.24(3H^).7.73(2H.d.J=8.4Hz).7 

1.81(2H.d.J=8.4Hz) 



H 



1 .24(3H.d.J=6.9Hz).l .34(3H.t,J= 
7.2Hz)Z33(3H.s).2.59(2H),3.48( 
1 1 03- 1 H).4,22(2H.q.J=6.9Hz).4.34(2H. 
1 104 s)7,11(lH.d.J=8.1Hz).7.21- 

7.26(2H.m).7.75C2H,d.J=8.4Hz).7 

U3(2H.d.J=8.4Hz) 



H 



1 .23(3H.d.J=6.9Hz).1 .24C3HXJ= 
6.9Hz).2.33(3H,sX2.60(2H),3.47( 
I 82- lH.).3.55C2H.q.J=6.9Hz).4.19(2H 
83 U),4.467(2H.sX7.10C1H.d.J=8.1H 
z).7.19-7.25(2H.m).7.45(2H,d. 
|j=8.4Hz).7.68(2ad.J=8.4Hz) 



H 



1 .23(3H.d. J=6.9Hz).1 .25C3H.t J= 
6.9H2).2.33(3H.sX2,59(2H).3.47( 
1 66- 1H,),3.54(2Hq.J=6.9Hz).4.20(2a 
67 s),4.49(2H.sX7.1 0(1 H.d. J=7.8Hz) 
I7.1 9-7.25C2H4n).7.75(2H.d. 
|j=8.4HzX7.87(2H,d.J=8.4Hz) 



141. 

5- 
142. 
5 



H Me 



1 1 .1 9C3at,J=6.9Hz).l .26(3H.t.J= 
67.2Hz).3.04-3.20(1 H,mX4.1 5 
(2H,q,J=7.2Hz),4.43(2H.s),7.23(2 
H.d.J=8.4HzX7.34(2H.d.J=8.4Hz 
X7.93(2H.d.J=8.4Hz).8.03(2H.d.J 
=:B.4Hz).8^(ms) 



97- 
98 



1 .2l(3H.t.J=6.9Hz)»1.26(3H.t.J= 
6,9HzX3.02-3.20(l H.m).3.79 
C3H.SX4.1 4C2H.q. J=6.9Hz),4.33(2 
H.s).6.82(lH.dd.Jl=7.82Hz.J2=1 
.2Hz).6.90(1 H.d. J=1 .2HzX7.29(1 
H.d.J=7.8HzX7.93(2H.d,J=8.4H2 
X8.03(2H.d.J=8.4Hz).8.32(1 H.s) 



10 2 8 6] 



ffiiE#2 004-3122736 



mm 2004-316251 



^-v: 201/ 



1 5 31 



NMRCCDCIS or DMSO-d6) 




CDCIg 

0 95(3H.t J=7.2H2).1 .64(2H).3.48( 
2H.U=6.6Hz).3.67(3H.sX3.71(3H. 
j).3.73(2H.s).4.23(2H.s).4.50(2H.s 
).7.03(1 H.s)7.1 8(1 H.dd, J=8,4.1 .5 
H2).7.42(1 H.dd. J=t .5.0,6Hz).7.50( 

1 H.dd. J=8.4.0.6Hz).7.74(2H.d.J=9. 
0Hzy7.89(2H.d.J=9.0Hz) 



0.94(3Kt.J=75Hz).l .59-1 ,70(2H. 
m).3.46(3H,tJ=e.6Hz).3.69(3H.s). 
3.71(3Hs).3.73(2H.s).4.22(2H,s).4 
48(2H.s),7.03(lH.fn), 7.19 (1H. dd. 
J=B.l. 1.5 Hz). 7.42 (1H. m). 7.46 
(2H. d). J=8.4 Hz). 7.50 (1H. d 
J=8.1 Hz). 7.70 (2H. d J=8.4 Hz) 



CDC13 

1 .57(3H.d. J=6.9Hz).2.34(3H.s).3.6 
6(3H.s).3.71(3H.s).3.96(lH).5.26(2 
H.sX6.B5-6.92(3H4n).7.56(1 H.d. 
J=8.7Hz).7.75(2H,da=8.7Hz).7.84 

(2H.dJ=8.7Hz) 



CDC13 

1 ^6(3H.tJ=6.9Hz),3.60(2H).3.69( 
3as).3.71 (3H.sX3.73(2H.s)4.58(2 
H.s).5.32(2H^).6.85-6.95(3am), 
7.49C1 H.d.J=8.4Hz),7.75(2H.d. J=8 
AH:r^7 95(2H.dJ=8.4Hz) 



[0 2 8 71 



miiE# 2004-3122736 



#M2 004-316251 



^-V^ : 202/ 



1 5 4 1 



iS- 
XXXX-7 



XXXX-8 



IXXXX-9 



0- 

xxxx- 

10 



xxxx- 
11 



xxxx- 

12 



xxxx- 

13 



xxxx- 

14 



xxxx- 

15 



CH20nPr O H.H 



R2 XI R3.R4 R5 



CH20Et O H.H 



Me S aH 



R7 R8 



Me To H.H 



Me \S KH 



R9 



RIO R23 R20 R17 



Me 



H Me H Me 



H I Me 1 H Me 



TM Me I H Me 



Me 



CH20Et S 



H.H 



CH20Et S 



H.H 



CH20Et S 



jy 



CH20Et S 



H.H 



H.H 



H H 



H H 



Me I Me H | Me 



NMR(CDCI3 or DMSO-d6) 



CDCI3 

0.92(3H.t J=7^Hz).1 ^5(2H.tJ=7. 
2H2XI .61 (2H).3.69(3H.s).3.71 (3H. 
;J.3.73(2H.s).4.57(2H.s).5.52(2Ks 
).6.B5-6.95{2H.mX7.49(1H.cl, 
J=:8.4Hz).7.75(2H.da=7.1 Hz).7.95( 
2H.dJ=7.1 Hz) 



CDCI3 

1 .24(3H.t J=6.9H2).1 .58(3H.d, J=8 
4Hz).3.60(2HX3.66(3H.s).3.7 1 (2H. 
s).4.58(2H.s).5.32(2H.s).6.84-6.92 
(3H.m).7.56(1H,d,J=8.4HzX7-75(2 
H H .1=8 4HA7.96(2H.d J=8.4H2) 



CDC13 

2.24(3H.s).3.69(3H.9),a71(3H.sX3. 
73(3H.s).4.12(2H).4.14(2H.s),6.61( 
2H,d,J=9-0H2).7.O3-7.52(4H^,), 
7.73(2Kd J=8,1 Hz).7.80(2H,d. J=8. 
1Hz) . 



Me 



Me 



H H 



H I Me H Me 



H I Me H Me 



Me H 



Me 1 H 



Me 



Me 



GDCI3 

1.65(6H.s.).2.35C3H.s).3.60(2H).3. 
63(3H.sX3.70(3H.s),5.26(2H.s).6.8 
2-6.92(3H.m).7.53(l H,dJ=8.4Hz). 
7.64C2H.d.J=a,4Hz).7.83(2H.dJ=8 

4H2) 



CDC13 

1 .58(3H.s).2^6(3as).3.65(3H.s).3 
70(3H.s).3.98(1H).4.10(2H.s).6,99( 
1 Hs).7.l7(l H.ddJ=8.4. J=1 .5Hz),7 
.38(1 H.dJ=1 .5Hz).7.57(1 H.dJ=8.7 
H2).7.73(2H.d.J=B.4H2>.7.8t(2H.d, 

J=8.4Hz) 



CDCI3 

1 .23(3at. J=6.9Hz).3.58(2H.aJ=7, 
2Hz).3.69(3H.s).3.71(3H.s).3.73(2 
H.s).4.23(2as).4.514(2H.s).7.03(1 
Hs),7.19(l 4H.dd J=8.1 H2.Js0.9H 
2).7.43(1 H^).7.50(l H.d.J=8.1 Hz). 
7.75(2H.d.J=8.4Hz).7,88<2H.dJ=8 

.4H2) 



CDCI3 

1 ^5(3H.t.J=6.9H2).3.57(2H,q J=6. 
9Hz).3.69(3H.s);j.71(3H.s).3.73(3 
H,s).4.22(2H.s).4.49(2H.s>7.18(lH 
.dd.J=8.4.J=l .2Hz).7.32(2H.d.J=8. 
4H2).7.42(1 H.s).7.50(1 H.d. J=8.4H 
2).7.B0(2H.dJ=8.4H2) 



[0 2 8 81 



tBiiE#2 004-3122736 



#M 2004-316251 



y<~-J: 203/ 



[^155] 



No 

/3- 
XXXX- 
16 



R1 



R2 



CH=NOEt 



XI 



R3.R4 



H.H 



R5 R7 



H 



R8 



R9 



RJO 
H 



R23 



Me 



R20 



R17 



Me 



mp 



NMR(CDCI3 or DMSO-d6) 



CDCI3 

1 .35(3H.d.J=7^1 Hz).3.69(2H.s,).3. 
72C3H.s).3.73(2H.s).4.24(2H.q.J=6 
.9Hz).4.36(2H.s,).7.02(lH^.).7.19( 
1 H.dd, J=8.4.J=1 .5Hz).7.43(1 H.d.J 
=a9Hz).7.51(1H.d.J=8.1Hz).7.75C \ 
2H.dJ=8.4Hz),7.83(2H.d.J=8.4Hz) 



[0 2 8 91 

I* 1 5 6 1 



Kin 
riO 

i8-3-5 




R1 


R2 : 

DH20nPr 


<1 
S 


R3.R4 
H.H 


R5 
H 


R7 1 
H 


R8 
H 


R9 1 
H 


RIO 
H 


R23 1 
Me 


R20 
H 


mp ^ 
108- C 

110 e 

j 


4MR(CDCI3 or DMSO-d6) 
).85(3H.tJ=7.2H2).1.53(2H).3.42(2H.t,J= 
5.6H2).3.60C2H.s).3.70(3H.s).4,31(2Hs).4. 
>3(2H,s).7.09(l H.dd.J=8.1 .1 .5Hz).7.23(l H 
s),7.46(1 H.d.J=a.l H2).7.51(l H.d.J=1 .5Hz 
).7.93(2H.d,J=8-7H2).7.99(2H,d.J=8.7Hz) 


^-4-3 


i5-4 




CH20nPr 


S 


H.H 


H 


H 


H 


H 


H 


Me 


H 


96-98 




^- 

xxxxx- 
1 






Me 


o 


H,H 


H 


H 


H 


H 


H 


H 


H 


213 




xxxxx- 

2 




jy 


Me 


o 


H.H 


H 


H 


H 


H 


H 


Me 


H 


166- 
167 




xxxxx- 

3 






Me 


o 


H.H 


H 


H 


H 


H 


H 


nPr 


H 


155- 
157 




xxxxx- 

4 






CH20nPr 


s 


H.H 


H 


H 


H 


H 


H 


Me 


H 


132.0 
133.5 


0.94 (3H. t. J=7.5H2). 1.57-1.69 (2H. m), 
3.46 (2a t J=6.6 Hz). 3J1 (3H. s). 3.76 
(2H. sX 4.22 (2H. s). 4.47 (2H, s), 7.03 
(1H. sX 7.19 (IH. dd. J=8.4. 1.5 HzX 7.42 
(IH. m). 7.45 (2H. d. J=8.4 Hz). 7.50 OH. 
d. J=8.4 Hz). 7.69 C2H. d. J=8.4 Hz) 


xxxxx- 

5 






Me 


o 


H.H 

1 


H 


H 


H 


""mI 

1 


H 


Me 


H 


■ 156- 
157 


" 1.59(3H.d.J=9.0Hz).2.34(3H.s)A70(3RsX 
3-97(1 HX5.26(2H.sX6.86(1 H.dd. Js=a7H2, 
J=2.1 HzX6.92(l H.sX7.56(1 H.d.J=8.7Hz).7 
.74(2H.d.J=8.4H2).7.83(2HdJ=8.7Hz) 



[0 2 9 01 



miE# 2004-3122736 



#M 2004-316251 



204/ 



[^157] 



No 



Ixxxxx- 

6 



Ixxxxx- 

7 



i3- 

Ixxxxx- 

8 



Ixxxxx- 

9 



Ixxxxx- 

10 



R1 



CH20nPr 



xr 



F3C 



F3C 



R2 



CH20Et 



CH20Et 



Xt R3.R4 



R5 R7 R8 R9 



O H.H 



O H.H 



Me S H.H 



Me O H.H 



H H 



H H 



H H 



H H 



H H 



RIO R23 



Me 



R20 mp 



H Me 



H Me 



H Me 



H H Me 



Me 



Me Me 



NMR{CDCI3 or DMSO-d6) 



i 126- 
140 



I 122- 
123 



1 .23(3H.tJ=7^H2),3.60(2H).3.7U3H.s}.3. 
75(2H.s)4.57(2H.s).5.32(2H^).6^7(1 H.dd 
.J=8.4Hz.J=2.1Hz).e.93(lH.d.J=t.8Hz).6, 
95(1 Hs)7.48(1 H,d, J=8.4Hz).7.75(2H.d.J= 
8.4HzX7.95(2adJ^.4Hz) 



0.92(3H.tJ=7.2Hz).l .63(2H).3.49(3at, J= 
6.6Hz).3.71 (3H.s.).3.75(2as).4.57(2H.s).5 
.31(2H.s).6.87(2H.dd.J=8.7Hz,J=2.1 Hz).6. | 
93(1 H.d. J=l .8Hz).6.95(l H,s).7.49(l H.d. J 
=8.7Hz).7.76(2H.dJ=7.1 Hz).756(2H.d.J= 
7.1Hz) 



H I 129- 
130 



23(3H.t J=6.9Hz). 1 .59(3H.d. J=7.2 
60(2H).3.71(3H^).3.97(1 H).4.57(2H.s).5.3 1 
1 (2as).6.86(l H.dd.J=8.7Hz. J=2.1 Hz).6.9 ] 
l(lH.d,J=l^Hz).6.92(lHs),7.56(lH.d.J= 

.7Hz>.7.75(2adJ=8.4Hz).7.96C2H,dJ=8. 

4Hz) 



H |124- 
125 



H I 198- 
199 



2^4(3H.s).3.71(3as).3.75(2as)Al 4(2H. 
sX7.18(lH.dd.J=8.4Hz,J=2.1Hz).7.40(ia 
d.J=1.5Hz).7.49(iadd.J=8.4H2j=2.1Hz).] 
,72(2H.dJ=8.4Hz).7.79(2ad^=8.4Hz) 
67(6H.s.).2.33(3H.s).3.71(3H^).555(2aj 
;).6.83(1 H.dd,J=B.4Hz.J=2.1Hz).6.87(ia 
,).6.91 (1 H.d.J=2.4Hz).7.57(lH.d.J=6.0Hz)| 
7 74C2H.d.J=:8.4Hz).7.83(2H.dJ=8.4Hz) 



Ixxxxx- 
11 



iS- 

Ixxxxx- 

12 



i3- 

Ixxxxx- 

13 



15- 

Ixxxxx- 

14 



i8 

xxxxx- 

15 



xxxxx- 

16 



F3C 



F3C0' 



cr 



Me S H.H 



H H 



Me 



H Me 



H 1 135- 
136 



1.58(3H.d.J=7^Hz).2.24(3H.s).3.69(3H.s). 
3.95(2H.s).4.1 3(2H.s).7.00(1 H.s).7.1 6(1 H. 
dd.J=8.1 Hz,J=l .51 Hz).7.38(1 H.d.J=0.9X7 
.57(lH.d.J=8.4HzX7.73(2H.d.J=8.4Hz).X8 

0(2H.d.J=8.4Hz) 



CH20Et S H.H 



CH20Et S H.H 



CH20Et S aH 



0H20Et S H.H 



CH=NOEt S 
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